^opy f r the Elected Office (EO/US) 

PA I'ENT COOPERATION TREATY 



PCT/JP00/04427 



.From the INTERNATIONAL BUREAU 



PCT 

NOTIFICATION OF THE RECORDING 
OF A CHANGE 

(PCT Rule 92bis.1 and 
Administrative Instructions, Section 422) 


To: 

ODAJIMA, Heikichi 
Odajima Patent Office 
Nippon Jitensha Building 
9-15, Akasaka 1-chome 
Minato-ku 
Tokyo 107-0052 
JAPON 


Date of mailing (day/month/year) 
12decembre 2001 (12.12.01) 


Applicant's or agent's file reference 
K-65Teizo 


IMPORTANT NOTIFICATION 


International application No. 
PCT/JP00/04427 


International filing date (day/month/year) 
04 juillet 2000 (04.07.00) 



1. The following indications appeared on record concerning: 

X the applicant [ the inventor | [ the agent |~] the common representative 


Name and Address 

TEIKOKU HORMONE MFG. CO., LTD. 

5-1, Akasaka 2-chome 

Minato-ku 

Tokyo 107-8522 

Japan 


State of Nationality 
JP 


State of Residence 
JP 


Telephone No. 


Facsimile No. 


Teleprinter No. 


2. The International Bureau hereby notifies the applicant that the following change has been recorded concerning: 
[ | the person J - ] the name X the address [ | the nationality f~] the residence 


Name and Address 

TEIKOKU HORMONE MFG. CO., LTD. 

5-1, Shibaura 2-chome 

Minato-ku 

Tokyo 108-8532 

Japan 


State of Nationality 
JP 


State of Residence 
JP 


Telephone No. 


Facsimile No. 


Teleprinter No. 


3. Further observations, if necessary: 




4. A copy of this notification has been sent to: 
| X| the receiving Office | | the designated Offices concerned 
j | the International Searching Authority | X| the elected Offices concerned 
J J the International Preliminary Examining Authority [ | other: 



The International Bureau of WIPO 


Authorized officer 


34, chemin des Colombettes 


Shinji IGARASHI 


1211 Geneva 20, Switzerland 


Facsimile No.: (41-22) 740.14.35 


Telephone No.: (41-22) 338.83.38 



Form PCT/IB/306 (March 1994) 004532753 
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EO/US 
PCT/J POO/04427 

PA . tNT COOPERATION TREAT . 



From the INTERNATIONAL BUREAU 



PCT 

NOTIFICATION OF ELECTION 
(PCT Rule 61.2) 


To: 

Commissioner 

US Department of Commerce 

1 irtitarl Ctatoo Patent anH TraHpmarlf 
Unilcu oldlcS rolcni dilu l idUciiiaiK 

Office, PCT 

2011 South Clark Place Room 

Arlington, VA 22202 
ETATS-UNIS D'AMERIQUE 

in its capacity as elected Office 


Date of mailing: 

11 January 2001 (11.01.01) 


International application No.: 

PCT/JP00/04427 ^ > 


Applicant's or agent's file reference: 
K-65Teizo 


International filing date: 

04 July 2000 (04.07.00) 


Priority date: 

06 July 1999 (06.07.99) 


Applicant: 

KOIZUMI, Naoyukietal 



1. The designated Office is hereby notified of its election made: 

| X| in the demand filed with the International preliminary Examining Authority on: 
29 November 2000 (29.1 1 .00) 

[P^j in a notice effecting later election filed with the International Bureau on: 



2. The election | X | was 

l ^j was not 

made before the expiration of 1 9 months from the priority date or, where Rule 32 applies, within the time limit under 
Rule 32.2(b). 





The International Bureau of W1PO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 

Facsimile No.: (41-22) 740.14.35 


Authorized officer: 

J. Zahra 

Telephone No.: (41-22)338.83.38 



Form PCT/IB/331 (July 1992) 37 5 0 6 53 
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PCT 

REQUEST 



The undersigned requests that the present 

international application be processed 
according to the Patent Cooperation Treaty. 



For receiving Office use only 



International Application No. 



International Filing Date 



Name of receiving Office and "PCT International Application" 



Applicant's or agent's file reference K~~65T6 i ZO 
(if desired) (12 characters maximum) 



Boi No. I TITLE OF INVENTION 

PHENYL SULFAMATE DERIVATIVES 



Box No. II APPLICANT 



Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's State (that is, country) of residence if no State 



TEIKOKU HORMONE MFG. CO. , LTD. 
5-1, Akasaka 2-chorae, Minato-ku, 
TOKYO 107-8522 JAPAN 


Telephone No. 


Facsimile No. 


Teleprinter No. 


State (that is, country) of nationality: 

JAPAN 


State (that is. country) of residence: 

JAPAN 


This person is applicant 1 I ail designated fTT^ all designated States except J 1 the United Slates I 1 the States indicated in 

for the purposes of: 1 1 States 1 v 1 the United States of America | | of America only | | the Supplemental Box 


Box No. Ill FURTHER APPLICANT(S) AND/OR (FURTHER) INVENTOR(S) 



[ I This person is also inventor. 



Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's State (that is, country) of residence if no State 
of residence is indicated below.) 



Naoyuki KOIZUMI 

8-8-3, Higashir inkan, Sagamihara-shi, 
KANAGAWA 228-0811 JAPAN 



This person is: 

[ [ applicant only 

| y/f applicant and inventor 

| | inventor only (If this check-box 
is marked, do not fill in below.) 



State (that is, country) of nationality: 

JAPAN 


State (that is, country) of residence: 


JAPAN 


This person is applicant 1 I all designated I | all designated States except rXjf the United Slates 
for the purposes of: 1 1 States | | the United States of America 1 v l of America only 


1 j the States indicated in 
1 1 the Supplemental Box 


1^1 Further applicants and/or (further) inventors are indicated on a continuation sheet. 


Box No. IV AGENT OR COMMON REPRESENTATIVE; OR ADDRESS FOR CORRESPONDENCE 


The person identified below is hereby/has been appointed to act on behalf r^j a , | ] 

of the applicant(s) before the competent International Authorities as: L_J 8 1 1 


common representative 



Name and address: (Family namefollowed by given name; for a legal entity, full official 
design a tion. The address m ust include postal code and name of country. ) 

(6078) Heikichi ODAJIMA, patent attorney 
(6314) Hideo FUKAURA, patent attorney 
(7421) Yoji ESUMI, patent attorney 
Odajima Patent Office, Nippon Jitensha Bldg. , 9-15 
Akasaka 1-chome, Minato-ku, TOKYO 107-0052 JAPAN 



Telephone No. 



Fa ^A3585 2256 
ft1-3-3Kft?-3K91 



Teleprinter No. 



I Address for correspondence: Mark this check-box where no agent or common representative is/has been appointed and the 
1 space above is used instead to indicate a special address to which correspondence should be sent. 



Form PCT/RO/101 (first sheet) (July 1998; reprint January 2000) 



See Notes to the request form 
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Sheet No. 



Continuation of Box No. Ill FURTHER APPLICANT(S) AND/OR (FURTHER) INVENTOR(S) 


| If none of the following sub-boxes is used, this sheet should not be included in the request 


Name and address: {family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's State (that is, country) of residence if no State 
of residence is indicated below.) 

Makoto OKADA 

Garden house 101, 1088, Ositate, Inagi-shi, 
TOKYO 206-0811 JAPAN 


This person is: 

applicant only 

| \/\ applicant and inventor 

| | inventor only (If this check-box 
is marked, do not Jill in below.) 


State (that is. country) of nationality: 

JAPAN 


State (that is, country) of residence: 

JAPAN 


This person is applicant J I all designated 1 1 all designated States except [Tyi the United States J 1 the States indicated in 

for the purposes of: I I States | | the United States of America 1 v 1 of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant s State (that is. country) of residence if no State 
of residence is indicated below.) 

Shigeki 1 WASHITA 

5-14-6-34, Kamikodanaka, Nakahara-ku, 
Kawasaki -shi, KANAGAWA 211-0053 JAPAN 


This person is: 

j" ~] applicant only 

| \/f applicant and inventor 

1 j inventor only (If this check-box 
is marked, do not Jill in below.) 


State (that is. country) of nationality: 

IADAM 


State (that is, country) of residence: 

IADAM 


This person is applicant I | all designated 1 I all designated States except fT7l *" e United States J | the States indicated in 
for the purposes of: I I Slates | | the United States of America 1 V \ of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant s State (that is, country) of residence if no State 
of residence is indicated below.) 

Shigehiro TAKEGAWA 

2-10-32-401, Shimokodanaka, Nakahara-ku, 
Kawasaki -shi, KANAGAWA 211-0041 JAPAN 


This person is: 

j[ applicant only j 
| applicant and inventor 

| 1 inventor only (If this check-box 
' ' is marked, do not Jill in below.) 


State (that is, country) of nationality: 

JAPAN 


State (that is, country) of residence: 

JAPAN 


This person is applicant I 1 all designated 1 1 all designated States except f\/ \ *he United States ( 1 the States indicated in 

for the purposes of: I 1 States | | the United States of America 1 v 1 of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's State (that is. country) of residence if no State 
of residence is indicated below.) 

Takayoshi NAKAGAWA 

4-19-23, Kugenumakaigan, Fujisawa-shi, 
KANAGAWA 251-0037 JAPAN 


This person is: 

! applicant only 

| applicant and inventor 

j J inventor only (If this check-box 
is marked, do not fill in below.) 


State (that is. country) of nationality: 

IADAM 


State (that is. country) of residence: 

IADAM 


This person IS applicant | 1 alt designated I I all designated States except I \ A the United Stales I 1 the States indicated in 
for the purposes of: I 1 States I I the United States of America 1 i_ 1 of America only | | the Supplemental Box 


V 1 Further applicants and/or (further) inventors are indicated on another continuation sheet. 
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Sheet No. 



Continuation of Box No. Ill FURTHER APPLICANT(S) AND/OR (FURTHER) INVENTOR(S) 


If none of the following sub-boxes is used, this sheet should not be included in the request 


Name and address* (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of counby. The country of the 
address indicated in this Box is the applicant s State (that is, country) oj residence if no State 
of residence is indicated below.) 

Hiroo TAKAHASHI 

4-4-10, Yookoodai, Sagamihara-shi, 
KANAGAWA 229-0026 JAPAN 


This person is: 

| | applicant only 

| VJ applicant and inventor 

| | inventor only (If this check-box 
is marked, do not fill in below.) 


State (that is, country) of nationality: 

JAPAN 


State (that is, country) of residence: 

JAPAN 


This person is applicant 1 J all designated 1 1 all designated Stales except txfi the United States I 1 the States indicated in 

for the purposes of: I I States | | the United States of America 1 1 of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's State (that is. country) of residence if no State 
of residence is indicated below.) 

Tomohito FUJI 1 

5-14-6-21, Kamikodanaka, Nakahara-ku, 
Kawasaki -shi, KANAGAWA 211-0053 JAPAN 


This person is: 

| | applicant only 

| } V\ applicant and inventor 

| | inventor only (If this check-box 
is marked, do not Jill in below.) 


State (that is. country) of nationality: 

JAPAN 


State (that is, country) of residence: 

JAPAN 


This person is applicant | 1 all designated 1 1 all designated Slates except rr~A the United States | 1 the States indicated in 

for the purposes of: 1 1 Slates | Jthe United States of America 1 V 1 of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant 's Stale (that is. country) of residence if no State 
of residence is indicated below.) 


This person is: 

| | applicant only 

| | applicant and inventor 

j 1 inventor only (If this check-box 
■ ' is marked, do not fill in below.) 


State (that is. country) of nationality: 


State (that is. country) of residence: 


This person is applicant 1 1 all designated I 1 all designated States except 1 1 the United Stales j 1 the States indicated in 

for the purposes of: I I Slates | | ihe United Stales of America | | of America only | | the Supplemental Box 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country. The country of the 
address indicated in this Box is the applicant s State (that is. country) oj residence if no State 
of residence is indicated below.) 


This person is: 

| | applicant only 

| | applicant and inventor 

| [ i n v en t o r only (If this check-box 
is marked, do not fill in below.) 


State (that is, country) of nationality: 


State (that is, country) of residence: 


This person is applicant 1 1 all designated 1 1 all designated Stales except | 1 the United States 1 1 the States indicated in 

for the purposes of: 1 1 States | | the United Stales of America 1 1 of America only | | the Supplemental Box 


~ | Further applicants and/or (further) inventors are indicated on another continuation sheet. 



Form PCT/RO/101 (continuation sheet) (July 1998; reprint January 2000) See Notes to the request form 
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Sheet No 



Box No.V 



DESIGNATION OF STATES 



The following designations arc hereby made under Rule 4.9(a) (mark the applicable check-boxes; at least one must be marked): 
Regional Patent 

□ AP AR1PO Patent: GH Ghana, GM Gambia, ICE Kenya, LS Lesotho, MW Malawi, SD Sudan, SL Sierra Leone, SZ Swaziland, 

TZ United Republic of Tanzania, UG Uganda, ZW Zimbabwe, and any other State which is a Contracting State of the Harare 
Protocol and of the PCT 

□ EA Eurasian Patent: AM Armenia, AZ Azerbaijan, BY Belarus, KG Kyrgyzstan, KZ Kazakhstan, MD Republic of Moldova, 

RU Russian Federation, TJ Tajikistan, TM Turkmenistan, and any other State which is a Contracting State of the Eurasian Patent 
/ Convention and of the PCT 
(3 EP European Patent: AT Austria, BE Belgium, CH and LI Switzerland and Liechtenstein, CV Cyprus, DE Germany 
DK Denmark, ES Spain, FI Finland, FR France, GB United Kingdom, GR Greece, IE Ireland, IT Italy, LU Luxembourg, 
MC Monaco, NL Netherlands, PT Portugal, SE Sweden, and any other State which is a Contracting State ot the European Patent 
Convention and of the PCT 

□ OA OAP1 Patent: BF Burkina Faso, BJ Benin, CF Central African Republic, CG Congo, CI Cote dTvoirc, CM Cameroon 

GA Gabon, GN Guinea, GW Guinea-Bissau, ML Mali, MR Mauritania, NE Niger, SN Senegal, TD Chad, TG Togo, and an; } 
other State which is a member State of OAPI and a Contracting State of the PCT (if other kind of protection or treatment desireo , 

specify on dotted line) 

National Patent (if other kind of protection or treatment desired, specify on dotted line) 

□ AE United Arab Emirates q ^M. 

□ AL Albania □ LS 

□ AM Armenia Q 



Liberia 

Lesotho 

Lithuania 
Luxembourg 
Latvia 

Morocco 

Republic of Moldova 



□TAT Austria □ LU 

(Vj AU Australia □ lv 

f~l AZ Azerbaijan jvl\ 

O BA Bosnia and Herzegovina □ jvu) 

□ BB Barbados □ MG Madagascar 

□ BG Bulgaria □ M K The. former Yugoslav Republic of Macedonia 

□ BR Brazil 

n BY Belarus □ MN Mongolia 

M CA Canada □ MW Malawi 

OyCH and LI Switzerland and Liechtenstein □ MX 

GJ CN China □ NO 

□ CR Costa Rica □ NZ 

□ CU Cuba □ PL 

□ CZ Czech Republic □ PT 

□ DE Germany □ 

□ DK Denmark O RU 

n DM Dominica SD 

□ EE Estonia □ SE 

□ ES Spain □ SG 

□ FI Finland □ SI 

□ GB United Kingdom Q SK 

□ GD Grenada □ SL 

□ GE Georgia □ T J 

□ GH Ghana □ TM 

□ GM Gambia □ TR 

Croatia □ TT 

Hungary □ TZ 

Indonesia O UA 

Israel ty VG 

India 0 US 

Iceland 

Japan O UZ 

Kenya □ VN 

Kyrgyzstan □ YU 



□ HR 

□ HU 

□ ID 

□ IL 

□ IN 

ZL is 

a jp 

□ KE 

□ KG 

□ KP 

V^KR 

□ KZ 

□ LC 

□ LK 



Mexico 

Norway 

New Zealand 

Poland 

Portugal 

Romania 

Russian Federation 

Sudan 

Sweden 

Singapore 

Slovenia 

Slovakia 

Sierra Leone 

Tajikistan . 

Turkmenistan 

Turkey 

Trinidad and Tobago 

United Republic of Tanzania 

Ukraine 

Uganda 

United States of America . . 



Democratic People's Republic of Korea 



□ ZA 

□ ZW 



Uzbekistan . 
Viet Nam . . 
Yugoslavia . 
South Africa 
Zimbabwe . . 



Republic of Korea Check-boxes reserved for designating States which have 

Kazakhstan become party to the PCT after issuance of this sheet: 

Saint Lucia 
Sri Lanka 



□ 
□ 



Precautionary Designation Statement: In addition to the designations made above, the applicant also makes under Rule 4.9(b) all other 
designations which would be permitted under the PCT except any designation(s) indicated in the Supplemental Box as being excluded 
from the scope of this statement. The applicant declares that those additional designations arc subject to confirmation and that any 
designation which is not confirmed before the expiration of 1 5 months from the priority date is to be regarded as withdrawn by the applicant 
at the expiration of that time limit. (Confirmation (includingfees) must reach the receiving Office within the 15-month timebmiL) 



Form PCT/RO/IOI (second sheet) (January 2000) 



See Notes to the request form 
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Sheet No 



Box No. VI PRIORITY CLAIM 



□ 

Further priority claims are indicated in the Supplemental Box. 



1 ot earlier application 
J ( day/m on th/year) 


ot earlier application 


national application: 
country 


regional application:' 
regional Office 


international application: 1 
receiving Office | 


j item (1) 

n« m qq 


Pat. Applicatio 
No. 191. 632/99 


1 

Japan 






item (2) 










item (3) 











The receiving Office is requested to prepare and transmit to the International Bureau a certified copy 
of the earlier application(s) (only if the earlier application was filed with the Office which for the 
purposes of the present international application is the receiving Office) identified above as item(s): 



111 



* Where the earlier application is an ARIPO application, it is mandatory to indicate in the Supplemental Box at least one country party to the Paris 
Convention for the Protection of Industrial Property for which that earlier applica tion was filed (Rule 4. W(b)(ii)). See Supplemental Box. 

Boi No. VII INTERNATIONAL SEARCHING AUTHORITY 



Choice of International Searching Authority (ISA) 

(if tuo or more International Searching Authorities are 
competent to carry out the international search, indicate 
the Authority chosen; the two-letter code may be used) : 

I ISA/ 



at 



Request to use results of earlier search; reference to that search (if an earlier] 

search has been carried out by or requested from the International Searching Authority): 



Date (day/month/year) 



Number 



Country (or regional Office) 



Boi No. VIII CHECK LIST; LANGUAGE OF FILING 



This international application contains 
the following number of sheets: 

request g 

description (excluding 
sequence listing part) 

claims 

abstract 

drawings 

sequence listing part 
of description 

Total number of sheets : 



76 
4 
1 
0 

0 



This international application is accompanied by the item(s) marked below: 
I. | \/ fee calculation sheet 



| V/ patent revenue stamps 

El 

certificate of payment of fee 

\T7\ separate siped 
I v I pwr of at Ion 



pover ot attorney 

□copy of general 
power of attorney 

□ staieroent .explaining 
lack of signature 



5 j 1 priority document(s) identified in 
' ' Box No. VI as item(s): 

6 I I translation of international application 
1 ' into (language): 

7 j I separate indications concerning deposited 
■ ' microorganism or other biological material 

8 | I nucleotide and/or amino acid sequence . 
■ » listing in computer readable form 

9 - [ | other (specify): 



Figure of the drawings which 
should accompany the abstract: 



Language of filing of the 
international application: 



Japanese 



Boi No. IX SIGNATURE OF APPLICANT OR AGENT 



Next to each signature, indicate the name of the person signing and the capacity in which the peison signs (if such capacity is not obvious from reading the request). 



(6078) Heikichi ODAJIMA 
patent attorney 

(7421) Yoji ESUMI 

patent attorney 



(6314) Hideo FUKAURA 
patent attorney 



I. 


Date of actual receipt of the purported 
international application: 


2. Drawings: 


3. 


Corrected date of actual receipt due to later but 
timely received papers or drawings completing 
the purported international application: 






j | received: 


4. 


Date of timely receipt of the required 
corrections under PCT Article 1 1(2): 






| | not received: 


5. 


International Searching Authority JQ . . 

(if two or more arc competent): loA / JP 


6 □ 


Transmittal of search copy delayed 
until search fee is paid. 





Date of receipt of the record copy 
by the International Bureau: 



For International Bureau use only , 
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4' -— h a \~7 JV- 4 —4 A/ N, N- 'J J ^-JUXJUy 7 J - K 

4 — [N — (4-'>7;7x-;b) -N- (1, 2, 4-h'J77-;l/-4- 

5 4' -yf;bt'7x-^- 4 ->r 7i/ x7i/7ry-K 

4' -t FD + ->e'7x-;l'-4-^^ X7U:7 r y-K 

3' , 4* -y fl/>W-/t'7 x^7V- 4 ;u x;l/T7 T y-K 

4* -7>yl'77^W4yt' , 7x-;l/-4 -^71/ T-tr^ — K 

\£y 4, 4' -SM7U 4-(N, N- : J t =f-)\<^)\>~y r /• - h) 



4' - 








4" 


-7;;t7i-^-4-^;i/ x;i/7 7 ^-F^ 






4' 


-7tf;i/7; y t"7x-;l'-4—i'^ XA'? T 


/ - 


K 


4* 


-•^y W^;ti'7x-^-4-'f^ x;l/7 7 




K 


4' 


- X71/7 r ^e-r 7M-4- i/ \d'y x .=.71/- 4 - # > 






4' 


-y ^71/^ t" 7 x^7b- 4 — -Oi/ x;ix-7 r y — 


K 




2' 


-i/TJ If 7x^-71/- 4, 4' -'J^(Jl> i?7,Jl>7 




- K 


2' 


-isTJ-4' -F'j7;^Dyf;l/t*7x-;V- 


4- 




- K 









2' -vTV-4' -X7W"7 r^yl/t+y - 4 - t*7 x-=7l/#7l/tf 
20 +->U-F^ 

2' -->tv -4* -y7;yf;vt: , 7x-/i/-4-^^ x7i/-7 T y-K 
4-'>7;b'7x-;l/-2, 4' -vM7l/ >>X7i/-7 7 y - K 
t'7x-;i/-2, 4. 4' -hU-r;u h »; X7P7 r y - K 
3-^an-2' - >T J \£~7 x— 7U- 4 —4 7l> ^)V7 r t — K 
25 3-7od-4' -— h d t*7 x=- )V- 4 --f 71/ X7U-7 r y-K 

3-? nn t*7 x— 7U- 4. 4' -iM7l/ *J7>j\s7 r * — K 
3_/ 7DD _2' -isTJ -4' -—Yu\£y 4-4 )V x;l/7 7 

K 

2->f-7l/-2' hah*7x-;U-4 — f7l/ X7l/-7 r ^-K 
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2' - •>?; -2, 4' -y— hnh*7x-/l/-4-'f )V x;l/7 7 y-hx 
2--hDt'7x-;b-4, 4' i?xfr7 7 jt - 

2, 4' -yy7/k'7i^-4-^l/ x^7 7 ^-hs 
4- (2- t'J >W 7x^;i/ 7^7t^-K 
5 4- (2-->7;f7 , /-;i/-4-'f;i/) 7x-^ x;P7yy-K 

4- (3-7 f-A"f V^ifV'-^-5--T^) 7 x— /U 77U7 r 7-K 
4- [N- (4-^;l/7rt'fM*^7x-;l/) 7 i / > f 7i-^ 
7;i/7 r 7 — K 

4- [N- (4 -771/7 7^ 7^7] 

10 7- K 

4- [N- (4 -7'o^7 tuW^j )V\ 7 *—Jl/ XJl7 r / — K 

4- [N- (4- h 7;l/tD^f;i/7x-;l/) rt/w<*-Oi/] 7i-^ 7s 
^7r^-h> 

4- [N- (4 - — h n7 jl—ji) tDW^j ;U] 7 x— yU x;V7r^-h, 
15 4- [N- (4 - ->T7 7 =f-)V7 jl— 7?;W<^-Ol/j 7x^/V 7^7t 
7- K 

4- [N- (2-->7;-4--ho7x-;l/) JvW<*:<< ;l>~\ 7x-;b 7 
;U7r7- K 

4- [N-ji^;1/-N- (4-x;i/7 7 ^;W+->7x-;i') 7;;yf;i/] 
20 7x— ;u 771/7 r 7— K 

4- [N- (4-->7;7x^) -N- (4-x;l/7 7 KM*->7x- 
;i/) tuw<^e^jV\ 7x-;i/ 77U7 r ^-K 

4- [N, N- : J (4-7/1/7 7^ /l/** '7 7 x^b) JjJW <*:■<( 7* 
— )V XA/7 7-^-K 
25 4 - [N-7-tr^/l/-N- (4->777x-;b) 7xJ t=f-)V\ 7i_;l/ 
7/1/7 r 7- K 

4- [N-'OW/lz-N- (4 -7/1/7 r ^-f/M-^v^Vv'/l/) 7 $7] 
7 7/1/7 7 ^ - K 

4- (x/l/7 7f^^7;;^f;i/) 7x^/1/ x/i/7 7 >-F^ 
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4- [N* -T-t^JV-N- (4-7;l/7 7 ; &'f^t+->7x-;l') tK5^ 

4- (N* , N' -'JJ 1-JV-N-7 *-Jlt K-5 ^7 ijJVtf— 7x.— 
r ^ — K 

5 4- [N- (4 -tuu? r ^^;ut+->7i-;u) -N- (1, 2, 4-HJ 

4- [N- (2--ho7x^l/) -N- (1, 2, 4-h'J7y-;l/-4- 

4- [N- (4--bn7x^;b) -N- (1, 2, 4-h'J7 7'-;l/-4- 
10 'Ol') T $ J * =f-)V\ 7x-;v xyv^r^-h^ 

4- [N- (2-->7;7x-;l/) -N- (1, 2, 4-h l J7V-;b-4- 

4- [N- (4-->7y7x^) -N- (t°^V-^-l--f;l/) 7;7/ 

15 4- [N- (4->7;7x-/l/) -N- (>f ^^V-;U-l-^/U) 7;7 

y^-/u] 7x-;i/ x;i/-7 r y-K 
4- [N— (4-->77 7x-W -N- (fh7 7-;l/-l-^;l/) 7i7 

4- [N-^>W^-N-if-;UT 5 / ^ x;U7 T ^-K 
20 2-7PO-4- [N- (4->7;7x-;P) — N- (1, 2, 4 - h 'J 7 
y"-;u- 4 —<<)V) TlJt^W 7x-^ x;u:7 r ^-K 

4- [N- (4-->777i^) -N- (1, 2, 4 - h U TV-JV- 4 - 
•Ol/) 7;7^f/l/] -3--Fn7x-;l/ 7;l/7 7 ^-h> 
2' -y7/h'7x-;P-3-'f^ ^7 7 ^-Fs 
25 t*"7 x.— /I/- 3, 4' -5M7l> iSx;U7 7 J- K 

2* -^77-4' -- Fnt'7x-;l/-3-^^ xfryrt-hWo 
#fgB3©it (I) ©4b£^l*. B&S A ©«£Ki&ircJ§£i:: 
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10 



15 



HO 




(ID 



R 1 



N-SOz-Cl (HI). 
R 2 ^ 



20 117 fr* frm ; t°u ^ssoWfittSg^®*-?. i&IHrjfcDT. TkSHb*- h U 
V ^^mo)T^tt VI> Xli h 'Jif;I/7 ^ 2, 6-^-tert-yf;V 

25 S (I I) <D4t&%MZft-? (III) <DT x K □ U KCD^ffl 

iij^(i#fi$ijpg$n^ fco-ciitti^ — f&icte, ^ (I I) (Dit&ty) 1 ^ 
tz*)Ti Kx;U* >m 9 n U K£4>ft < <h fc 1 JF£ L < 1* 1 . 1 — 20 
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PCT/JPOO/04427 



felli. iiiI§5xS (II) ®7x;-;biiM^DD7^-MVy7^-h<!: 



10 S (I I) ©7 x 7 7^$<*(:^t^ ^ d V y7?>- h©S 

1 ~ 2 t;Hg|fffl^5: 3 0 

itijiEiS (I) Kfc^T. X^CH 2 ^U R^K^^^U 



20 




(IV) 



5ft*. R\ R 2 RCfR 3 «9u§50«i**W-rs> 



25 



H 2 N-R 41 



(V) 



rn7'J -Jim ; ^fD7'J-;HMIi7;^;l'S : Xteff&t 
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±1555 ( I V) ©TVU^k Rfc£%£5£ (V) ©T $ Jit^tCDBLfclU - 

< imunm l o o°c©$gsirtcD^Tif 9 - £&-e$z 0 

10 xC (I V) ©T^t Rk^ftH=S*f *3Si (V) ©T5Vffc£4&©£fflfl£ji 

&©t(2^(,^ — SftKli. ^ ( i v) ©4t£^ 1 *)5£ 
(V) ©Tiyf^i^^ifcH^ *f*u<«i. i~2 0*;k 

fr< UT> *»i«*<Bfl<it-r*B5IE5C (I) ©*t&«<£j&-r£ 0 
ffiI15K*6lc*J^T. tU^M$4<t btiffl^tiSii^ (II) <Dit&®l<D?^ 

2- (I^fcb<li*|i07x^) b*-;l/£ ; Xli2-->7/-2- (g& 

«*Ht*»i:B«tt:Gffl:. A3&<«Jft7x-/m***>-i-«^©SC (II) 

25 ©tt&^f*> 117x^^5^ Rb^^4-y h + y7xx;^9TO 

^;Ug) fcHftffc***, *S^T^^-^A^©yH'^||X(«-ft7K*K^©K 
ti&KSJi&eiJ IRC/2 £#J8 $ tlT^ I ^ 
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— 2k b5bB5£ (II) <Dit&%0<Do^ A*<-X-NR 4 R 5 ^^b-r^©^b 

T-^^o tt*>\ RC^^©^ffl(iMEiS!WJ7~l 1. 14. 20. 22. 2 
5 3. 2 5. 2 8. 2 9. 3 1. 3 4. 3 5. 3 8. 4 7Rt>*5 2£#SS£ft/ct\ 



5 )6 a 1 



10 




(VI) 



15 



HN 





(VII) 



20 



G) ^(CJCbTR 4 



(ID 



25 



±ie&3£*. Ylib Ko + y^iS^U X. R 3 . R 4 &tf 

R 5 iiBnie©*^^wr^o 
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R J& S 2 



YO 




10 



YO 



15 



CH 2 -NH 2 



(VIII) 



C 1 -R : 




CH2-NH-R 5 



(IX) 



(id 



-hie^*, y. r\ R^vRHtmmcomm&ii-rzo 



20 



HO 




CHO 



(X) 



25 ©T^t Rb£$j£ifijie5£( 1 1 1 )®7 ^ K^;i/*>K^ u «j K<t> miess ( 1 
I) ©4t£$j<hij§e5*;( I I I)©7^ Kx^*>S!^ n >J KiO&JSlcfct^TiE 
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*>< it, *¥&i<D^m\z&^w&%tLzmve& (i) ©ft&^te, ^ng** 
37 j -mo-xmK&K), fcj&m&vnfrzmm, »it5:im-5c 

io g^iuM^ ^sje. ^^rtMs. ^mmm, =?mmm. ie&ggiiu 95 

*mW<D^ (I) Oft^C^fD-f hWr^- ferTMf^fflteKTFKiB^ 

15 (1) Xfa^ KX7l^ r ^--t?|5flWfPffl (in vitro) ©?PJ]^ : 

i^OMCF-7bhM>»> GV^frzris- b (9. 4 cm 2 /'} awlO 
K#Jl X 1 0 5 ll)!S/^x;t/|iU 10 mM HEPES, 5 vJISf? 
0. 0 1 l^hr^k'^&^HJ^Afc^tfO. 3 7%&»tK39^ h U '*A£#^r 
-r£^VW<.y xgtfe-i-yjvtgM (DMEM) £ffll>T\ »^80%*^tT 

20 f$.gz£-&tz 0 

ZfV— h^-T — -WffiiSiSift (Life Technologies Inc. , Grand Island, N. Y. , 
USA*>£©EBSS) "Cft^U ttiDMEM (2m 1 ) ^©4 pmo 1 (4. 4 
X 1 0 5 d pm) © [6. 7- 3 H] ho>-3-X;l/7x- h (New Englan 
d Nuclear. Boston, Mass., USA ^£>©it/£l£4 9 C i /mmo 1 ) %U%$.fc£ 
25 ^9<t*(c3 7°CT 2 OB&lffl-f h Ltz 0 ^>+a^-Mfc^ 

-hfcftiPU [4- ,4 C] xx^d> (6X10 3 dpm) (New England 
Nuclear, Boston, Mass., USA >&> £ ©ikStt 5 2 . 5mC i/mmo 1) &A*l 
fcMf{^ (1ml) ^hX y ht^Lfco h^x> (4 m ]) 

££t>ic3 0t^P5+^lwj6<b9 U/c 0 9 0%J;r>£H> [4- ,4 C] xxFd^\ 
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<D—U (2ml) £££fRU •> >f 1/ - y 3 >WJti: J: T 3 Hfc<j; O' 1 4 C 
«in^ 3 H^ (fflO^ci^ltilfcctO'W^tg©^. ^b^lc^DU: [ 14 C] .x. 



jb£^©g| fflifij^ (3x1 Q- 9 M, %) 
I£»|J3 7 6 

io mmm 23 6 7. 

HJfe^iJ 2 5 8 7 

-mmm 21 94 



(2) X-rn-r y ? — fer'PMfpffl (in vivo) ©$'J5£ : 

15 li*5E!5©]llSSDm5 -y h (f*fil 6 8- 1 9 4 g) ic. 0. 5%tf 

^f-U> (2 0) y;l/t^>*/tL/x-h^ (Tween80) (C.^L/cfS^b 

jraRO^g^ij^iisUT, Ltz U >K««^MA*tK (PBS. pH7. 
20 4 ) -C^ti^ti 1 [e)&-# U*:^ - 7 0 °C^TT«?¥ L/Co IffMRtfT^tiSiJ* 
K^-tf-^TMJU i%b/c2 5 OmM^ 3 «£^frPB S (5 m 

l/g©*&») o tR&T. **l*^ft©!KSSi£&U 1 t ra-Tur r ax*ty 
^f-CJ:oTfe)IMlT^fc 0 20 0 0xgt'3 0^P^M (4°C) 

25 radfor d©:£& (Anal. Biochem. , 72, 248-254(1976)) JCcfc T$iJ3£ U 

2 >'*9ttmmi 0 0 — 5 0 0 n g/m 1 0 #M© [6. 7- 

3 H] iXho>-3-^7x-h (New England Nuclear, Boston, Mass. , 
USA ^^>©itrgtt 4 9 C i /"mm o 1 ) $PBS lmlicU 3 7 °CT' 3 
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ow>+a^-nfco (imi) zn^tzm, ±§5 (i) 

5 ^k^g>^^J#^- (0. 5mg/kg, p. o. , %) 

9 4. 9 
93. 8 
100 
97. 6 
100 
7 9.0 



mmms 
mmm i 6 

io nm&\ 2 1 

mmm 2 5 
mmm 3 8 



9 1. 2 

95. 4 

9 7. 0 

9 7. 2 

99. 5 

8 5. 3 



«£#k n^^-tr^j. i^:/-*?;^ mm* w&k mtm* $lm* tu 

^^(r^L9 6^MJ(adjuvant)c!:LT(i N ^RJ*. TXta. -t?5^>. 7 
K«7$l. ?L1S. vyUb-X. ^i7^^7A, XfT^I? 

# Uxfl/y^iJ n-;K p-t Fo + ^liiT^^xxf ;K 

U-feU >* Y V 3i8Sig?^ h U *7A N 'J>ttMJ7A, 
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irii, 1B^;!)0. 0 1~5mg/kg, IFlCliO. 02-2mg/kg© 
7^T:#£ 0 

mmm i 

15 2* -chnf7 i ^l/-4-^-;H0 8mg^N, N-yyf;l/^A7 

i Kl. 5m 1 izmmL. 7K^T7K^k^- h 'J-^Al 2 0mg©N, N-v^f- 

20 ^At^ib/co mm%%£vxn>htitzm$Lj&®&T l c (^m^. 

:l)-ct«U 2' --Fpf7x-;i'-4-^;l/ 
7r^-H 06mg^; o 

•H-NMR(CDC1 3 , 5):5.07(2H, br s), 7. 30-8. 00 (8H. in). 
MS(m/z):294(M + ), 215. 

25 mfem 2 

2' --hot*7x-;l/-4-^-;H0 8mg^M7;f U>9. 5ml (c 
7K?^TT\ 2, 6-y-t e r t -7"f ;l/-4-^f ;bh°'J ^>3 1 2 
mg4o c t^{bX7U-7 T ^'l'7l/3 4 7 m g£W<k1m?L, ^^'5 Wril/: 0 
S^^iC7K^x.T^^^TOi^;i/Tffll±{L. W^S^7»^. & 7 KB?l 
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j£ N ftSxf^ : ^if>= 1 : 1) T«S!U 2* -- h o h"7 x— 71/- 4 - 
>OU X^77>-hl4 9mg^/; 0 
^»>J 3 

5 HWJlcfc^T. 2* hot*?*— ;u-4-*-^©tt*>tMC4' -t 
Ka + i/-2-t'7x-;i/^;l/t- h U;i/2 7mg£fflivri^ttiwJiflJl/T\ 
2' -y7n'7x-^-4--f;i' x;V77^-h3 4mg^ifc 0 
'H-NHRCCDCla. <5):5.02(2H, br s), 7. 34-7. 9K8H, m). 
MS(m/z):274(M + ), 195. 

io mmm 4 

HWJ1 Kfct^T. 2' - — hnk'7i- 4 -*->>i/©ftfc>9 i- 2' -7 
Wnt^x-;!'- 4 ;i/7 9 m g£ffll>T|5]tiJCigfp U ?f £*irt:ifi£js£ 

MTLC (SBfliStK. > : ftKif;l/=2 : 1) TffiMLT. 2' -7 

WDf7x-;l/-4-f;l/ x;l/7 7 ^~ h8 lmg^f:„ 
15 ^-NMRCCDCU, <5):4.95(2H, br s), 7. 00-7. 7K8H. m). 

MS(m/z):267(M + ). 188. 
5 

UcfciM:. 2' -- h o h"7x-^- 4 -^-;bcDft^«9(i2* - h 
•J 7;UtDyf;l/H*7x- ;u-4-^--^4 5mg^fflC>Tjll«iC^U f#£ 
20 nmiS^TLC (SBBigiSU ^*-9"> : ftlif;l/=2 : 1) Tf|l!lt, 
2' - h «J 7;UtDyf;l/f7 x-;u- 4 ->OU x;b7 7 ^- h 2 4mg^/: 0 
^-NMRCCDCla. <5):4.96(2H. br s), 7. 26-7. 85(8H, m). 
MS(m/z):317(H + ), 238. 

25 HifeflJl KfclvTx 2' - — ha t" 7 x^;l/- 4-*-^l/©ft*>»Jlw 2' -/ 

£TLC (JgP^8L : »»if-;l/=2 : 1) TfiSHKiUT. 2' -^f 

;H= '7 ^-j\s-4 -JJl> x;l/7r> - h 5 lmg^fc 0 

'H-NHRCCDCls, 5):2.26(3H, s), 4. 97(2H, br s), 7. 10-7. 32C4H, m), 7.37 
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(4H, s). 
- - MS(m/2):263(M + ), 184. 

mmmi 

H^fiJ2ic^o^T. 2* - — h □ \fy 4 -yf — jvcDfttefyl' fc'7 ^ — 

5 Jl-2, 4' -it*-JV3 7mg£ffl^T|5j*ifc^fFU n^tltzm^^^T 
LC (HF^7g£L ^UD^A:^y-;l/=10 : 1) TfS^UT. t'7i^ 

1 H-NMR(CDC1 3 , (5):7. 14-7.68(8H, m). 
MS(m/z):344.(M + ), 265, 186. 

io mmm 8 

^Jfel^J 2 JC&t^T. 2' -— h a t*-7 4 -tT- A^CDft*^ (c 4' - k 

Ka^y- 2 - H'7x^yl/7^ h^. h 'J ^2 5 m g ^fflC>T|5j*i(c^fp UT. 
2' -->7yy^H:'7x-;b-4-^^ X;l/7 7 ^-h3 0mg^}|/: o 
•H-NMRCCDCls, 5):3.64(2H, s), 7. 15-7. 63(8H, m). 
15 MS(m/z):288(r), 209. 

HWJ9 

^WJlKfc^T. 2' -— hDf^i^^-4-^--yKDftt>^(C3* -"7 

MTLC (JggSi§i£> : ft»Ji^yu=2 : 1) 3" — "7 

20 ;^nh'7x-;l'-4-^i' x;b7 7 y-F7 2mg^; 0 
'H-NHRCCDCl,, (5):4.94(2H, br s), 6. 90-7. 7K8H, m). 
MS(m/z):267(M + ), 188. 

mmm 1 o 

1 dfc^T. 2' h d t*7 x-;t/- 4 - t-;i/Oftfc D i: 3 ' -.=. 
25 bok'^^i/^-^-yM 9mg£^TiMK^UT. 3' - — h □ t' 
7 *-j\,-4 x;l/7 7 ^-h4 0mg^ o 

'H-NMRCCDCU, S):7.33-7.78(5H, m), 7. 79-7. 98C1H, m), 8. 11-8. 33C1H, oi), 
8.33-8. 50C1H, m). 
MS(tn/z):294(M + ), 215. 
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1 1 

llCfct^T, 2' h n \£y 4 -*-)V<Dft*><0\z. 4' - t 

3' - : s7 J fcf"7 yu- 4 — CA' x;b7 7 ^-F5 5mg^}|f; 0 
5 'H-NMR(CDC1 3 , S):5.07(2H. br s), 7. 34-8. 06C8H, ra). 
MS(ra/z):274(M + ), 195. 
H Wi 1 2 

Ko*'>-3--fcf"7x— rt/T-te h- h >J;M 0 m g £fflt^T|5)*£lCiifP U 
10 ti/Mtl^TLC (MMigiSU *nn*;UA : ^^y.-^=l 9 : 1) T*» 
iUt, 3' - ->T ; ^ f ^ t'7 4 - >f ;i/ x^7 7 >-M5mg^ 

1 H-NMR(CD 3 0D, <5):3.97(2H, s). 7. 34-7. 78(8H, m). 
MS(m/z):288(M + ), 209. 

15 mmm 1 3 

HWJUCfct^T. 2' -^hat:•7 J l->'^-4-^--y^©ft^*9{r4 , -7 
D^t'7x-;l/-4-^H 2 5mg*^TH«K:»fEU *i i|fi£gfc 
MTLC (SMfcEU 'Mr"fr> : ftKif^=2 : 1) T«®JUT. 4' -7 
D^et:'7 il—jV- 4-4 X;b7r^- h 1 2 3mg£^Co 
20 'H-NMRCCDCU, 5 ) :7. 33-7. 7K8H, m). 

MS(m/z):329(M + +2), 327 (M + ), 249, 247. 

mmm 1 4 

H»J1 Kfct^T, 2' hn k'7i- yU-4-^--^©ftt>0ir4' - ^ 
DDt'7i-;l/-4-t-/H 0 2mg*^TEI»l;:J*ftsU 
25 WZTLC mfflmm. : ft»xf^/=2 : l) TffliUt, 4' 

DDb'7x-;l/-4 — Ol" X^7 7 y- h 1 1 lmg£f§/c 0 
'H-NMRCCDCls, <5):4.99(2H, br s), 7. 30-7. 68C8H. ra). 
MS(m/z):285(M + +2), 283(M + ), 205, 203. 
1 5 
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lCfc^Tx 2' ho \£y jV-4 JMDRfr IZ 4' -J 

«tlc mmmm. ^^->:mm^j^=2 ■. n x-mm^x^ 4' - 

> h*^ t*7 i— 71/- 4 — T yl/ x;l/77y-h96mg^?|f: 0 
5 ^-NMRCCDCla, <5):3.86(3H, s), 6.98 (2H. d. J =5. 8Hz), 7. 35-7. 67(6H, m). 
MS(m/z):279(il + ), 199. 

mmm 1 6 

"MM®\ 1 fr&^T. 2' -— hDh:'7i^->'^-4-x^->'^^D^:^^(c4 , 
hDk'7 i -;v-4-t-;H08mg^ffl^x|5lS«bT, 4' --ho 
10 t*7i- 71/- 4 — f/l/ X;V7 7 ^-M0 8mg^; o 

l H-NMR(CDCl 3 , 5) :7. 33-7.83(611, m). 8. 30(2H, d, J=6. 0Hz). 
MS(m/z):294(M + ), 215. 
1 7 

1{^*j^t> 2* -— ho t"7 /i/-4-^-;i/©R^>Df^y ^;i/ 
15 4' -t Kn + ->-4-fc"7i— yl/*yl/7jC*->U- h2 2 8mg^-ffl^T|5|^^ 
tlftUT. y ^71/ 4' -x;l/"7 r ^-ryu^-^i/-4-t:^ i^;l/^;l/^>>L/ 
- h27mg^c 0 
MS(m/z):307(M + ), 227. 

mmm 1 8 

20 1 iC:fc^T> 2' -— hot'7x- Jl>- 4-*-JV<DRt>t)lZ4' -t 

Ko + y-4-f7x^;^M^ h U ;l/5 0 Omg^ffl^T^lwglf^L, 
btl/:fl4»TLC Cmmmm, ^ODt^A:Hx^=8 : 1) T» 
SyUT. 4' -i/7;t"7i-;l/-4-^^ ^7 7 >-h489mg*ifc, 
«H-NMR(DMS0-d 6) <5):7.41(2H, d, J=5. 5Hz), 7. 86(2H, d, J=5. 5Hz), 7.93 
25 (4H, s), 8. 06(2H, br s). 
MS(m/z):274(M + ), 195. 

mmm 1 9 

^WJlfCfc^T. 2' -- hnk'7i- Jls- 4-*-JV(Dttt>mz4' - h 
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tltz®.*kf&®l%:TLC mmmm, ^t>:Six^=2 : 1) Tfflilts 

/Co 

'H-NMRCCDCls, <5):4. 96(2H, br s), 7. 43C2H. d, J=6. 0Hz), 7. 62(2H, d, 
5 J=6.0Hz). 7. 67(4H, s). 

MS(m/z):317(M + ), 238. 

mmm 2 0 

10 tltzm$LJ8M*:ThC mmmm, ?va*JlZ, : / ?y-jU=l 9 : 1)."CH 

1 H-NMR(CD 3 0D, <5):3.93(2H, s), 7. 24-7. 82(8H, m). 
MS(m/z):288(M + ), 209. 

15 mmm 2 1 

H*f§0>Jl tcfcl^x. 2* -^-hDf7x^-4-^-;K5^!)(:t:7x^ 
yl/-4, 4' -^-;l/5 Omg^l^tHilci^bT, h*7xz;i/-4, 
4' -SMvU ^;I/7r^-F52mg^fc„ 
•H-NMRCCDaOD, <5):7. 42(4H, d, J=5. 8Hz), 7. 66(4H, d, J=5. 8Hz). 
20 MS(m/z):344(M + ), 265, 186. 

nmm 2 2 

H$5#] 1 Kfc^T, 2' h a £ 7 4 -Jr-Jlcoftt>t)lz 2 h 

Dh'7x-yi/-4, 4' -V*-Jl'2 3mg*m^TmmznftL^ mztitzw. 

4»TLC (HP^ML ^ dd*U : J *?J-)\,= 1 0 : 1) T«ilT, 
25 2--hDt"7x-;l/-4, 4' ^x;l/7 7 ^-h9mg^i/: 0 
«H-NMR(CD 3 0D, 5 ) :6. 97-7. 43(7H, m). 
MS(m/z):389(M + ), 310, 231. 

mmm 2 3 

^WJlCfc^T. 2' -- ha t'7x^^-4-^--^CDR^^{r2' , 
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fctM^TL C (Jiill^£U * oo*il/A :fh7bKn75>=5: 1) 
TffiSgOT. 2* , 4' -^-hDf7 i -;i/-4-f;v x;b7r^-h4 2 

m g^:%tz 0 

5 »H-NMR(CDCl3. <5):7. 32-7. 55(4H, m), 7. 66C1H, d, J=5. 3Hz), 8.49C1H, dd, 

J-1.5. 5. 3Hz), 8.74C1H, d, J=1.5Hz). 
MS(m/z):339(M + ), 260. 

mmm 2 a 

10 -^hot"7x^-4, 4* -v*-jv5 smgzm^xmmizwifti^ m 

bti/:ffi4fi£MTLC (S&BigfSU ^ud^M : ^y-^=l 0 : 1) T 
fS®{l/T^ 2, 2' -^-hnh'7x-;l/-4, 4' -iM;!/ ^X^7r^- 
h 1 2mg&Wtz 0 

»H-NMR(CD 3 0D, <5):7. 48(2H, d, J=5. 7Hz), 7. 73(2H, dd, J=l. 7, 5. 7Hz), 
15 8. 19(2H, d. J=1.5Hz). 

MS(m/z):355(M + - S0 2 NH), 276. 

mmm 2 5 

lW]2i:fc^t, 2' -— hDt'7x^-4-t-^©nfc f 5C4' -t 
Kd + ->- 4 -— ho- 2- If "7 *—J\zi)Jl#— h U ;M 1 m g^mi^xmW' 
20 IRffcbT. 2' -->7y-4' --hat:'7x-/V-4-^;V T * - h 

4 Omg^Ifc, 

'H-NMRCCDCU. <5):7. 40-7. 73(4H. m), 7.74C1H, d. J=5. 8Hz), 8.5K1H, dd, 
J=1.5, 5.5Hz), 8.65QH, d, J=l. 5Hz). 
MS(m/z):319(JT), 240. 

25 mmm 2 6 

mmm2Kis\,^T, t h o f7 x-;i/- 4 - t-^©R^ 0 c 4' -t 

Ka + y- 2 - — ho - 4 - t*7 i— h U ;H 3 2 m g£ffl^T[oJtt 

10:1) TfflllT> 4' - -2' h o fcf7 x->Mx- 4 --f X 
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'H-NHR(CDC1 3 , <5):7. 33-7. 70(4H, m), 7. 60C1H. d, J=5. 3Hz), 7. 92(1 H, dd, 
J=l. 5.3Hz). 8. 19(1H, d, J=lHz). 
MS(m/z):319(M 4 ), 240. 

5 mmm 2 1 

m&&\2lzis^T^ 2' ■ -— bo My 1.-JI- 4-*-JV(DRt)t)K4' -t 
Ko*->-2, jL-JVViiJVtZ- h U;l/6 8 m g £/E^T|5jt«iCjJlfe U 

10 mg^||/; 0 

'H-NMR(CD 3 0D, 5 ) : 7. 39-7. 78(4H, m), 7. 76C1H. d, J=5. 5Hz), 8. 06(1H, dd, 
J=l. 7, 5.5Hz), 8. 28(1H, d, J=l. 7Hz). 

MS(m/z):299(M + ), 220. 
MMM 2 8 

15 IMlCfcl^ 2' -— h p \£y jl — Jl- 4 /l/©ft*)*} \Z 4 - [N 

- (4-t Kn + y^y^;l/) 7; 7] 7x7-^9 0 m g&mi<^Tm%lzWf? 
U S«.n^ffi^fiJt«9*TLC (Jggg&lg. ^dd^UA : ^y-;U=6 : 1) 
T«l8!bT> 4- [N-x;l/7 r^-Y^-N- (4-^7 7 : t'f^+-M> 
'^)7i;] 7x-;i/ x;l/7 7 ^-h49mg^: 0 

20 ! H-NMR(DMS0-d 6 , <5):4. 77(2H, s), 7. 0-8. K14H, m). 
SIMS(m/z):453(MH + ). 
2 9 

1 1'fcl^T. 2' hPt*7x— ;l/-4-*-;KZ)ft*>0f-N- (4 
-tFo^-X>y/I/) -N- (4-hFn^-/7x-^) ,*^>x;U*>Ti 
25 K2 2mg^ffl^T|5l«|{caifpU ibtl/:fiMMTLC (g|18ig«U * n 
d^;UA : y ^y-yl/=9 : 1) T-»i3UT> 4- [N - ^ N 

- (4-x;l/7 7 t'f^^y^>^;l') T$y] 7x^;u xjvy r / - h 1 
2 mg 

»H-NMR(DHS0-d 6 , 5):3.09(3H, s), 4. 89(2H, s), 7. 1-8. K12H, ■). 
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SIMS(m/z):452(MH + ). 

mmms o 

IWJlCfcl^ 2' --hat"7x-/b-4 -y>r-)V(D{^ib<0\zN- (4 
- t Kd + ->^>^^) -N- (4-kKo*->7 7t F7; K60m 

5 g£EH>T|HjJi(c8if^U ilbMM^TLC (SBfl&ttk ?nn*/UA 
: / $ j g . d t'ffiSILT, 4- [N-T-tr^yb-N- (4-x;U^ T 
^/M-*->'<>^;l/) 7~7] -7i^.;l/ X^U^ r y - h 6 1 m g £'f#fc 0 
'H-NMR(CDC1 3 , <5):1.90(3H, br s), 4.86(211 s), 6. 9-7. 4C8H. m). 
HR-SIMS(m/z):416. 0582(MH + ). 
10 H»J3 1 

^SfetfiJ 1 icfct^T. 2' - — h o t'7 i — 4 -^--)V(D\X^n^)\z 4 - [N 
-T-fef-;!/— N- (4 - t F'D^-X>y;l/) 7 7-fe-r- h 9 

6mg£ffl^T|5jtiJ'*3lftU nZtltzmgLJ&W&TLC mm®M, ?na* 
;l/A : 7-fe h- >=4 : 1) TftUbT, 4- [N-T-fe^U-N- (4-X;U7r 
15 €^yl/t+y^>^;t/) 7^7] 7x-yi/ T-fer-r- h 5 7 m g £f§fc 0 

•H-NMRCCDCla, <5):1.89(3H. br s), 2. 28(3H, s), 4. 85(2H, s), 6.9-7.4C8H. 
id). 

MS(m/z):378(M + ), 341, 151. 109, 107. 
H»J 3 2 

20 IijfiJli:fcl>T^ 2' h o \£-y — 4 -3--JMDftfot)iz 4 - t K 
o^>-N- (4-t Kd + >>7x^) F2 0 Omg&m^xm&L 

KjfcftU ^^n^ffi^fiJt«K5*^DD^;UA < fc»j**S-ftLT. 4- [N— (4- 

2mg^: 0 

25 1 H-NMR(DMS0-d 6 , £):7.26(2H, d, J=9Hz), 7. 42(2H. d, J=9Hz), 7. 83(2H, d, 
J=9Hz), 7. 96(2H, d, J=9Hz). 8. 10(4H, br s), 10. 35(1H, br s). 
HR-SIHS(m/z) : 388. 0270(MH + ). 
33 

Hcfc^T> 2' -— ho t*7 i— yu- 4 -^-^©ftMfcN-Jc^- 



28 



WO 01/02349 PCT/JP00/04427 

Jl- 4 - t Kp + ->-N- (4 - b Fo + ->7x-;l/) OXT I K231mg 
£ffllvr|S)«t;:ifcflEU »t»tlfeffl^E£^*TLC (BBfl&JIU ^OD*;l/A: 
J -JV= 9 : 1) Tfl^bTs 4- [N-xf;b-N- (4-X^:7y^ 

5 , H-NMR(CDC1 3 , <5):1. 23(3H, t; J=7Hz), 3. 94(2H, q, J=7Hz). 6. 9-7. 4C8H. 
■). 

MS(m/z):415(M + ), 336, 119. 

mmm 3 4 

ll^JlCfc^T, 2' h n h*7 x -/I/- 4 - t-/l/©nt) I? t: 4 - t F 
10 n 4- ■> — N — (4-bFD + ->7x-;V) -N->f;K>X7; K2 0 0mg 

^ ^ y -;U= 5 : 1) "CfSSSibTx 4- [N-/f;i/-N- (4-X^7r^ 
M + y7x-;l/) fjjW<^>fjW] 7 n—Jl XJVy r / — h 2 0 0 m g£i#/c 0 
1 H-NMR(CDCl3, 5):3.48(3H, s), 6. 9-7.4C8H, m). 
15 ESI-MS(m/z):402(MH + ). 

mmm s 5 

H»J Hcfct^T. 2' -- ha t*7 *—Jl>-4-jr-Jl<DRt>*)iz4-\i K 
o*->-N- (3-t Ko + ->7x-;l/) ^>X7; K2 0 Omg^ffl^TlTO 

20 5:1 ) T-fSiUT^ 4- [N- (3-x;l/7 7 ; t^W+y7x-;l') #;P/< 

»H-NMR(DMS0-d 6 . <5):6. 9-8. 2C12H, m), , 10.44C1H, br s). 
ESI-MS(m/z):388(MH + ). 

nmm 3 6 

25 H*fe^H«w*>l>T^ 2' -— ha ¥7 *—Jls- 4-*-J\s<DRibV)\z4-t K 
n^rv'-N- (3-t Ko + y7x-;b) -N-^f;K>X7; K2 2 2mg 

^^7-^=9 : i) -c-^lt, 4- [N-^yl/-N- (3-Xyl/^r*^ 

;i/t+->7x-;i/) */k< ; e^;i/] 7 ^—jv xji7 7 j- h 1 8 8mg£l§ fc Q 
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'H-NHRCCDCU, (5):3.51(3H, s). 6. 7-8. 5(8H, m). 
ESI-MS(m/z):402(MH + ). 

nmm 3 1 

5 -tr^A—4-fc Ko + y-N-7i-;K>>/h K7i? K8 3mg^fflt\ ig-fb 

n/:iM^iiif ^J; iFalt IT, 4- (N' -T-tel-JU-N- 7 
jUh V^'JJ fijutf—jb) 7 3_-)i> x;l/7 r y-h5 3mg^/: 0 
'H-NMRCCDaOD. <5):1.90(3H, s). 7. 1-7. 7(9H, ■). 
10 MS(m/z):270, 200, 150, 121. 

mmm 3 8 

MMM2tzisl^X^ 2' hn ¥7 ^—jl- 4 -^—jv<oRt> <01Z4- [N 

- (4-tFa + ^>-?;l/) -N- (1, 2, 4 - h U T V-A- 4 - -f )V) 

15 ^A/*,l/AT~ K3 Om 1 &ffil>T|5)JfK:|gfj=U f§ £*i/cffl£j&^£ •> U t> 

1) 4- [N- (4->777x-W — N — (1, 2, 4 - h <j 

^ V — A— 4 — A) 7i;yf;t/] 7x-;l/ ^7 7 ^- h5 1 2mg^i 

20 1 H-NMR(DMS0-d 6 , <S):5.08(2H, s), 6. 74(2H, d, J=9. 2Hz), 7. 23(2H, d, 

J=8.8Hz), 7. 39(2H, d, J=8. 8Hz), 7. 74(2H, d, J=9. 0Hz), 7. 96(2H, br s), 
8.80(2H, s). 

MS(ra/z):291(M + -S0 2 NH). 185. 
H»iJ3 9 

25 ^86012 K*>lvt^ 2' --hoh*7x^l/-4-t-;V©Rt)!)i:N- (4 

— i/T J 7 *.—)V) — 4 — t Ko + y-N- ( 1 , 2, 4 - h U T V-A— 4 - 
^V) ^>X7;K2. 8 1 tftft^U^OffcbOlcN. N-i^T-A^A/ 
AT 5 K2 8 m 1 *ffl^T|l|«tw»f^U %htltt&&&M* > 'J * ^ A 

h^*57^ - (7&fcti7&g£, ? n n : ^ 9 y — 10:1) Tlf^ 
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IT, 4- [N— (4->77 7x-;l/) -N- (1, 2, 4 - b VTV-JV- 

'H-NMRCDMSO-de, S):7. 29(2H, d. J=8. 8Hz), 7. 58(2H, d. J=8. 8Hz), 7.62 
(2H, d, J=8. 6Hz), 7.90C2H, d, J=8.8Hz), 8. 13C2H. br s), 9. 1K2H. s). 
5 MS(m/z):384(M + ). 185. 

mmm4 o 

7-'J>l 1. 5 fi 1 x i^y-;PO. 2m K h';^A27mg, 
^-h32mg^M, jta^ft?UfCo 8£4&£*?$U 7R3Hb**&:M* U £ 

io ^20mg^-, < o ch^D^fco R^s^Mfi-ci o#ra##u*:gu ISfP 

J&$l£TLC (SiaSiSEN ^dd*/I/A:^^;-;I/=9 : 1) TfiS^ U 4- 
(N-^^wy ^ y x;l/7 7 ^-h2 7mg^ifc 0 

15 'H-NMRCCDCU. <5):4. 32(2H, s), 5. 0(2H, br), 6. 5-7. 5C10H, m). 

MS(m/z):278(M + ), 199. 

mmm a i 

UMMA Ot-fc^T. T— U >©ftt>l9 l'4-7i y O \/— h l> ;H 5mg 
*ffl^Tl^«IC||ftb^ 4- [N- (4-->77 7i^) 7^;>f;V] 
20 — Jl XJ\s7 r t- h 1 Gmg&mtZo 

'H-NMR(CDC1 3 , <5):4.37(2H, s). 6. KM. br), 6. 58(2H, d, J=8. 8Hz), 7.2- 
7.5C6H, m). 

MS(m/z):303(M + ), 224. 
HWJ4 2 

25 ^Jfe0»J4 OKfctvfx 7-'J>0ftb?)i:2-7iy'<>7"-h'J;H5mg 
fcffl^TI^BKlBftU 4- [N- (2-y777x^) 7i;yfyl/] 7 * 
^/b x;i/7 7 ^-h5mg^ilf: 0 

1 H-NMR(CDCl3, S):4.44(2H, d, J=5. 7Hz), 5. 0(3H, br), 6. 60(1H. br d, J= 
7. 7Hz), 6.74C1H, dd. J=l. 0, 7. 7Hz), 7. 0-8. 0(6H, m). 
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MS(m/z):303(r), 224. 
HWJ4 3 

H8E0I4 OKfct^T. T— V XDtX£>K> (C4-7; 7 7x7 — ;U2 7. 5 m g 
*ffl^Tig«IIC|l|f^U 4- [N- (4-tFa + ->7x-;l/) 7;;^f;l/] 
5 y ^7r>-F2 7mg« 0 

'H-NMR(CDC1 3 , (5):4.24(2H, s), 6. 4-7. 5(8H, m). 
MS(m/z):294(M + ), 215. 

mmm a a 

H»J4 0^*>l>T. T^-U >(Dttt>*)izA-— hoj- U >3 4. 8 m g£ 
10 ffl^TPHifCjifPU 4- [N- (4-^ho7x^l/) 7;7yf/H 7^ 

l H-NHR(CDCl s . <5):4.43(2H, s), 6. 56C2H, d. J=9. 2Hz); 7.3K4H, s), 8.05 
(2H, d, J=9.2Hz). 
MS(m/z):323(M + ), 244. 

15 mfem A 5 

^WJ2tc*j^T. 2' Yu\£? 4-*— >\yV>R*>K)\Z4- [N 

- (4-tKo*->^^) -N- (4-> F^->7x-;l/) T5y] ^>V" 

K2. 9m 1 £fflt>Tl3«Kt*flFl/T\ 4- [N- (4--/7/7x^) -N 
20 ~ (.A — J F^->7x-/l') 7 ; 7 > f 7x— ;U r y - h 4 7 m g 

'H-NMRCCDCU, 5):3. 82(3H, s), 4.8-5. K4H, m), 6. 5-7. 5C12H, in). 
MS(m/z):409(M + ), 330. 

mmm a 6 

25 MM&\2Kisi^X^ 2' - — h n \£y ^— ;U- 4 JU(Dttt> iz A - [N 

- (4- 1 Ka*S"<>$W -N-7x-/l/7;y] V- h U ^6 Om g 
ZmiK &it*?-]s><Dtf:t>mzN, N-^yf;U^A7? K2. 9ml£ffl 
^T|!]$»tr$ifeLT. 4- [N- (4-y7/7x-;l/) -N-7x^;l/7;; 
*T)V\ 7x-;P x;U7 7 ^-h5 1mg^ifc 0 
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•H-NMRCCDCla, <5) :4. 8-5. 1(4H, m), 6. 5-7. 5C13H. m). 
HS(id/z):379(M + ), 300. 

rn.rn.rn 4 1 

HWJ2{c*j^t. 2' --hoh"'7 i ^L'-4-^-;i'Oftt>!9i:N- (4 
5 -hFa + y^^) -4, 4' ->f 5 J h*^^> 4 /— h 'J ^3 3mg^ffll\ 
ttffc,/ f-UXDttfctMCN. N-^^f;W^7; Kl. 4 5ml^ffl^T[5l 
tiillgftUT. 4- [N, N-t'X (4->7 7 7i-^) T \ J ^ ^ ^ T7 ^ 

'H-NMR(CDC1 3 , 5):4. 9-5. 2(4H, m), 7. 14(4H, d, J=9Hz), 7. 28(4H. s), 
10 7.54C4H, d. J=8.8Hz). 

MS(m/z):404(M + ). 325. 
HWJ4 8 

HWJ2Cfc^T. 2' -- ha t s -7i^;l/-4-^-;t/©ft^<9(r4- [N 

- (4-tFn^y<>^) -N- (4 - fc? »J 7^7] 'Ov-MJ^ 
15 1 1 mg^ffl^TlHJtiirjilfpU li^tl^I^^^TLC (HHUML ?nn 

: ^ ^y-;U=9 : 1) TflLT, 4- [N- (4->77 7 i-;l/) 

- N— (4-h°U^K> 7U^f^] ;U x;V7r^-F5mg^f|fc 0 
'H-NMRCCDCU, 5):5. 06C2H, s), 6. 83(2H, dd, J=l. 5, 5.1Hz), 7. 28C4H, s), 

7.32C2H, d, J=8. 1Hz), 7. 66(2H, d, J=8. 8Hz), 8.26C2H, dd. J=l. 3, 5.1Hz). 
20 MS(ra/z):301(M + -S0 2 NH), 195. 
H»)4 9 

HWJ2{C4o^T> 2' -— h o \£y 4-*-)\sORibK)K4 - (N 

-7x-^7^yf^) 7 x7-^5 0mg£ffl^T|5Hf iC^ff U mt>tltz 

uzami* t l c mmmm, ^dp^a:^; -;i/= 9 : 1 ) it, 

25 4- (N-7x-;l'-N-X^7 7 ^'f^7;y>f^) 7x-;b r ^ 

- h 2 lmg^^^o 

'H-NMRCCDCU+CDsOD, <5):4. 79C2H, s), 7. 2-7. 4(9H, m). 
MS(m/z):357(M + ), 278. 
H«J5 0 
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- (4-hKa + -M>^) TW] ^>7- h 'Jyl/5 6mgtrffl^-c|5|^(c 

: 1) TttlSLTs 4- [N- (4-->77 7i-;b) -N - T J^T 

>H-NMR(CDC1 3 , <5):2. 86(4H, s), 4. 37C2H. s), 6. 58(2H, d, J=8.8Hz). 7.2- 
7.5C6H, m). 
MS(ni/z):303(M + -S0 2 NH), 224. 

10 H»J 1 J-iJ^T. 2' -- h a t"7 x-yu- 4 -t-^l/Oft^^cN- (4 
-•>7; "7 i-^yb) -N- (4 - t Kn + >^s>^/i/) j^3^>y = K83mg 

T-tz h 9 : 1) TfltSSJUT. 4- [N- (4->777x-;l/) 
^J^iJVT x J /• x;b7 7 ^-hl9mg» 0 
15 'H-NMRCDMSO-de, (5):5. 19(2H, s), 7. 1-7. 5(7H, m), 7. 6-7. 8(3H, m), 7.93 

(2H, br s), 8. 4-8. 6(2H, m). 
MS(m/z):329(M + -S0 2 NH), 223. 

mmm 5 2 

^Sfe#iJ2 {zfci^T. 2' -- h d f7 x^v- 4 - t-;l/Oft^ i:N- (4 
20 ->7;7x - N - (4-bFn + y'<>-;;l/) ^< >X7 ^ K78mg^ 

th>=19 : 1) TffiLT, 4- [N-'Oy'^-N- (4-y777i 
— AS) T x y / 7x-;u x;l/7 T ^ - 4 5mg^/; 0 

'H-NMRCDMSO-de. <5):4.93(2H, s), 7. 1-7. 9C13H, m), 8. 0-8. 2(2H, m). 
25 MS(m/z):328(M + -S0 2 NH), 223. 

nmms 3 

^fe#]2 {c&t^x. 2' -— h □ t'y jl—jv- 4 -^-yUDftM 4 - ->t 
7-N- (4-->7 7 7x-^) -N- (4-hF'D + -> / <>^) ^>X7; 
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D*;UA : T-fe h>=l 9 : 1) T-fitSSlUT. 4- [N- ( 4 - >T y ^ > W 
yl/) -N- (4-">7;7x-;l/) 7;y^f;V] ^i^-v'U x^7 7 y-M 
6 m g %:'&tZo 

1 H-NMR(DMS0-d 6 , <S):4. 94(2H, s), 7. 1-7. 8C10H, m). 8. 07(2H, d, J=8. 6Hz), 
5 8. 22(2H, d, J=8.4Hz). 

MS(m/z):353(M + -S0 2 NH). 236. 

nmms a 

□ *v-N. N-;7x-M>X7; K7 3 m g^ffllr^T^tcJRft U 

io n/:fi4^*TL c mr&mm, 9 po*^ : ^ * y -;l/= 19 : l) t» 
HIT, 4- (N, N-77i-;i/^;l/^'t^^) 7jl—j\s *jiy 7 *-h5 

1 H-NMR(DMS0-d 6 , <5) :7. 0-7. 6(14H, m), 8.04(2H, br s). 
MS(m/z):368(M + ), 289. 
15 MMM 5 5 

l»]2i:fc^x, 2' --hnt'7 4 ;UOft:to«9 KN-'O 
^;V-4-tFD + y^>X7; K 5 3 4 m g Zm^TfsH£K»flp U fi^ft/c 

^;-/i/=10 : 1) -cfSSJUT. 4- (N-'Oi^Urtyw^-Oi') 7x^;l/ 
20 x;l/77/-h 2 04mg^; o 

•H-NMRCCDCla, <5):4.61(2H, d, J=5. 7Hz), 7. 0-7. 5C10H, m). 7. 8K2H. d. 
J=8. 6Hz). 
MS(m/z):306(M + ), 227. 

mmm 5 6 

25 MMffll {C*>l>T. 2' hoe'-7x^-;l/-4-^--7l/©ftt?f9{c4-b K 
o + ^-N-7^/K>X7; K5 4mg£ffi^T|5)tiiC$feU ^t>*l/cffi 
4»TLC (MP^ISU ^dd*M : ^ ^y-;U= 10:1) Tffli^LT. 
4- (N- y x.-)\sti)W<^j jv} y jc-;i/ T > - h 4 0 m g%ntz 0 

1 H-NMR(DMS0-d 6 , 5)7. 0-7. 5(5H, m), 7. 76C2H. d, J=7. 9Hz), 7. 9-8. 2C4H. 
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■). 10. 26(1H, br s). 
- MS(m/z):292(H + ), 213. 

5 y-N- (4-tKD*-> / <>^l/) -N-yf;K>X7; K4 5mg^ffll\ 
Jefl^^-UVOftbOKN, N-y>f;l/*;l/A7; Fl. 5 m 1 £ffl(^T|Hj1f 
C^fPU. ibn/:Wtl^TLC no^l/A : T-t? h >=4 : 1) T«f 
4- [N- (4-5/7M> , /'f^ — N — ^ =f-JUT i 7 ^ f "7 x 

10 'H-NMRCCDClg, 6) :2. 73-3. 20(3H, m), 4.3-4.8 (2H, br). 5. 30(2H, s), 
7.0-7. 4(4H, in), 7. 53(2H, d. J=8. 4Hz), 7.7K2H. d. J=8. 3Hz). 
MS(m/z):345(M + ), 266. 

nmms 8 

MM&l 4 0 Icfct^Tx T— U ^<DjX£> K> 4 —T i J — 1 , 2, 4-hVTV 
15 -^3 2mg^ffl^T|lI1t(C^fpL. ^^tLfcffi^^^TL C (JglNijgfiU * 
ou*;l/A : y *y-;l/=4 : 1) TiHUt^ 4- [N- (1, 2, 4 - h U 
7 7'-^-4-^f^) 7;;^^] 7x-/l/ x;l/7 7 >-F3 9mg^; 0 
^-NMRCCDaOD, <5):4. 10(2H, s), 6. 7K2H, d, J=8. 6Hz), 7. 06(2H, d. J=8. 6 
Hz), 8. 27(2H, s). 
20 H»j 5 9 

^»J2^fc^T. 2' -— h a t"7 i-nyb- 4 ;KDftfc>9 tc 3 - ->y 

y-N- (4 -t F'n + y^>^;W -N- (1, 2. 4 - h U T v'-;l/- 4 - 
-Ol/) ^>X7; K2 6mg*ffll\ *SYk^ f- b >©ftt>«9 i:N, N-'J^i-jV 
*JVATZ K0. 5m 1 ^ffl^TlsHtfC^U ^£*l/cf&£j&*#|£T L C 
25 dd^A : /^y-;u=7 : 1) TftSllTs 4- [N— ( 3 - >T 7 ^ > V 
-Ol/) -N- (1, 2, 4- h UTV-^-4-^;U) T^yy^yl/] 7x^;l/ 
rJ- h 1 0mg^; o 
•H-NMRCDMSO-de, <5):5.60(2H, s), 7. 16-8. 06(8H, m), 8. 16-8. 27(2H, m), 
9.24C1H, s), 10.90C1H, s). 
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HS(m/z):399(HH + ). 

mmm 6 o 

- (4-tKD + y^>^;i/) -N- (3-t°Ui>;U) T^y] oy^HJyU 
5 71mg, M^f P>0^*)i)i:N, N - ^ f-;U*;UAT $ K 1 . 8m 1 £ 

ffl^T|qJ«l(r^fpU. ibtlfcM^TLC o o *yl/2s -/b= 
19:1) TillT, 4- [N- (4-->777i^;l/) -N- (3- t°'J 'J 

1 H-NMR(DMS0-d 6 . 5): 5. 12C2H. s), 6. 87(2H, d, J=5. 8Hz), 7. 12-7. 97C8H, in) 
10 , 8.4K1H, dd. J=1.2. 3.0Hz), 8. 59(1H, d, J=l. 7Hz). 
MS(m/z):301(M + -SO 2 NH). 

mmme 1 

tc&t^T. 2' -— h d \fy x— 4 yucDft*)<9 »r 4 - [N 

- (4-tKo*M>y;W -N-^^;l/T^y] V— h U ;l/3 8 m g. 
15 ifi^k^^U^Oft^OtwN, N-yy*\rt/*7l/AT$ Kl. 2 m 1 t^Tl^MI 

KJifPU Ibn/:ffl4«TLC (^ootWl/A : J ? J-j\,= 19:1) 
•e^iUTv 4- [N- (4-->777x-;l/) -N->f;l/7;7yf^] 7 * 
7,/l>7 9mg %:'&tz 0 

•H-NMRCCDsOD, <5):3. 15(3H, s), 4. 67(2H, s). 6. 80(2H, d, J=7. 8Hz), 7.26 
20 (4H, s), 7.44C2H, d, J=7. 8Hz). 

MS(ra/z):317(M + ), 238(M + - S0 2 Nfl). 
H»J6 2 

»J 2i:fcl^ 2' -— hDt"7xx ;p-4 -jr — ;VCDRiit)lz4 - [N 
-jn^;i/-N- (4-tKP + y^>y;l/) 7;7] O V— h U JV2 4 m g, 
25 i&lt/T-UXDRtiQiZN, N-y7f^;^7^ KO. 7ml£ffl^T[5j*$ 
KtBffcU glbtl/cffl^J&^TLC (^ddMA : y ^y-;u= 19:1) 
Tffiilt, 4- [N- (4 - y77 7x-;l/) -N-xf ; / 7 X 

•H-NHRCCDaOD. <5):1.23(3H, t, J=4. 5Hz). 3. 59(2H, q, J=4. 7Hz), 4. 64(2H. 
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s), 6.76C2H, d, J=5.8Hz), 7. 25(4H, s), 7. 40(2H, d. J=5. 8Hz). 
MS(m/z):331(M + ), 252(M + - S0 2 NH). 

»]2i:fc^Tv 2' hv ¥y 3L—JV- 4 -J'-Jl'CDftiiQKN- (4 
5 -->7;7x-;i/) -N- (4-hFa + y / <>^;v) - 2 -Ticy x 

^-9-$ K3 7mg. igjfcy ^L/>cDft^b«9(i 1. 2 - ? cr n jl* > o. 9ml 
^ffl^TlD«(r^L. ^^nfdffi^^^TL C (^dd^1/A:^;-/1/ 
= 19:1) -e*»S^UT. 4- [N— (4-->7y7i^l/) -N- 

10 'H-NMRCCDaOD, <5):5.05(2H, d, J=2. 2Hz), 5. 22(2H, br s), 6. 70-7. 72C11H. 
m). 

HS(m/z):413(M + ), 334(M + - S0 2 NH). 
HWJ64 

^WJ2trij^T. 2' -- h n t'7 x-;l/- 4 - t-^©ftfc»)i;N- (4 
15 ~'>7/7x-;l/) -N- (4- 1 Ko^v'O^i/) -3 -^*:7 x yiifrtf 
K4 3mg, ^ffcy ^U>©ftt>^){c 1, 2-^^ddx^>i. 0ml 

= 19:1) T«S^LT. 4- [N- (4->777x^) -N- (3-^ 
— jlsftjVtf—jv) TiJJ^W 7x-;l/ r y — h 2 3m g^WtZo 

20 'H-NMBCCDaOD, <5):5. 16(2H, s), 6. 74-7. 77(11H, m). 
MS(m/z):334(M + - S0 2 NH). 
HWJ65 

»#I2 Jdfct^T. 2' -— h o \£y jl—jV- 4 -^--yL-cDftt>^ i:N- (4 
-y7/7x-;l/) -4- t Kn + ->OX7i K8 3mg. mtt + vycDR 
25 ^*){CN. N-^y^yl/^/UAT? F2. 6 m 1 ^ffl^Tlnl&IClift U *f 

/:14«TLC (^dd^M : ^ ^ y _ yl/= 13 . 1} -£lf SS! bT. 4- 
[N- (4-->7;7x^;V) Jijw<^4jI/1 y xjuy 7 J - b 8mg 

•H-NMRCCDaOD, <5):6.87(2H, d, J=5. 8Hz), 7. 56-8. 00(6H, m). 
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MS(m/z):238(M + - S0 2 NH). 
HWJ66 

H*fe^J2(wfcl>T. 2' hotf7 jl—jIs- 4-*- Jls<Dftt) *) iZN - (4 
-y777i-W -4-t Kn+y-N-^f;K>X7; K2 7 9mg> ig 
5 ?-ls><?>Rt>0KN, N-i?**J\s*JUAT I K8. 4 m 1 ££H NTlHjtHfC 

SlffcU »£*l*:ffi£j|fe«J*TLC (^dd^A : J f j ->\,= 13 : 1) T 
fitS^LT. 4- [N — (4 - ->7V ^ yb) -N- ^ ^JUfjJW<^e^C jV\ 7* 

'H-NMRCCDaOD, S):3.50(3H, s), 7. 08-7. 49(6H, m). 7. 63(2H, d, J=6. 0Hz). 
10 MS(ra/z):331(M + ), 252(M + - S0 2 NH). 
MMW6 7 

H»J2ic4o^T. 2' h d t'7 x-;u- 4 i:N' , 

N* -'J/^-JU- 4-t Ko*X>V~t K2 4 m g^ffl^Tl^tSMctRft 

U ^^tlfcffi^^^-TLC (^nn*;UA : ^*y-yl/=7 : i) T'ffi^L 
15 T> 4- (N* , N' --^Vf^h F5^;*^'-;l/) 7i-il/ x;U7 T > 
- h2mg^fco 

•H-NMRCCDgOD, <5):2. 65(6H. s), 7. 39(2H, d, J=5.5Hz), 7. 83(2H, d, J=5. 7 
Hz). 

MS(m/z):259(M + ). 

20 nmm 6 8 

H»J2Jr*>i>T. 2' -— h n t'7 x-^- 4 - t-;l/©ftt> 2 - t K 
n + ix-N- (4-t Ko + f^i—yl/) F2 3mg^ffll\ mt/ 

TVXDRt)*) i:N, N— $>y*\rt/s*v1/AT$ Kl. 5m 1 £ffil^T|nJ;|f ic}gfp 
LT. 2- [N— (4-x;l'7 7 ; e'l'^+>'7x^;l/) 

•H-NMR(DMS0-d 6 , <5):6. 7-8. 4(12H, m), 10. 49(1H, br s). 
MS(m/z):308(M + -SO 2 NH). 229. 

mmme 9 

^*fe^J2(cfct^T. 2' ——ha \£y x-;V- 4 — 3~ — J\/(D{t£> 9 tc 3 — fc K 
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o^>-N- (2-t Ko + i/7ii/I/) <>X7; K2 3mg*ffll\ Jfifl^ 
^l/>©ft*>*)KN. N-^yf;l/*;UA7; Kl. 5m 1 ^ffl^T^fC^fp 
^"C- 3- [N— (2-x;l/7 7 ; t'fWy7i^) *;!//<*>r A>] 

5 1 H-NMR(DMS0-d 6 , 5):7. 3-8. 3(13H, m). 

MS(m/z):290(M + -HOS0 2 NH 2 ), 211. 
Ulrfe^J 7 0 

^Jfe^J2 tc4ol>T> 2' - — ha ¥7 jl—ju- 4-*— /KDft*) 9 ic 3 - h K 
u*->-N- (3-fc KD + ->7 i -^) K2 3mg*ffll\ iiUky 

3- [N— (3 -xjvy A/Hr^-i/? x^-;l/) 3&4//<-t-oi/] 
)V X^7 7 y-h2 5mg» 0 

'H-NMRCDMSO-de, <5):6. 9-8. K12H, m), 10. 48(1H, br s). 
MS(m/z) : 290(M + -HOS0 2 NH 2 ). 

15 nmm 1 1 

^2&#>J2 fC:fcl>T. 2' — — h d fcf "7 4 — ;l/©ftt3 *9 3 — t K 

D + (4-fc Fn^->7x-;l/) <>X7; K2 3mg*ffli\ igft^ 

^UVOttfc&fcN. N-^m^7$ Kl. 5ml *ffl^TRI«IC|iff 
UT. 3- [N— (4-x;i/7 7 ; e'f^+y7x-yl/) rt/l/^-f 
20 ;U ^7 7 ^-h3 3mg*ifc e 

•H-NMRCDMSO-de. <5) :7. 1-8. K12H, m), 10. 4K1H. br s). 

MS(m/z):290(M + -HOS0 2 NH 2 ), 229. 

mmm 1 2 

■mmm2\z^si^x^ 2' --ha ^7 ^—j\y-4~^r-JV(DRioK>K 4 - t K 
p*.>_ N _ (2 -t Kn^->7x-;l/) ^>X7; K2 3mg*fflK ^-fb^ 
^U>©ft:b9KN, N-^m>;l/A75Kl. 5ml*ffl^THaii:»ff 
bT\ 4- [N— (2-x;l^ rt-ObaMri/? *-;!/) *;U/<*-fyi/] 7 ^ 
/I/ x;U7 7 ^-hl8mg^ 0 
•H-NMRCDMSO-de, 5):7. 3-8.5Q2H, m). 
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MS(m/z):290(M + -HOS0 2 NH 2 ), 211. 

mmm 1 3 

Hj^^>]2(c4o^T. 2' --Fot'7 x-7b- 4 -^--;K7)ft^f9 c 4 - [N 

- (4-t KD + y<>^;l/) -N- ( 2 - fc°^ : J— )V) 7;7] 'OV— h V 
5 ;l/2 7 lmg£fflt,>T|H]Jf KJUftU ibWciW^TLC Clillfl&iSk * 

nntwVA : t 5 J -;U= 19:1) T'iibT, 4- [N- (4-y777x 
-N- (2-^^—40 T S y^f/l/] y jl—jI x;V7 7 y- h2 1 
1 m g&'Mtz 0 

'H-NMR(DMS0-d 6> <5):5.32(2H, s), 7. 19C2H, d, J=5. 5Hz). 7. 35(2H, d. 
10 J=6.0Hz), 7. 53(2H, d. J=6. 0Hz), 7. 77(2H, d, J=5. 5Hz), 7. 83-8. 39(3H, in). 
MS(m/z):302(M + - S0 2 NH). 

mmm 1 4 

Kfcl^T, 2' -— h d b*7 x - 4 - *-;u©ftt> D 4 - [N 

- (4-tFo + ^>^) -N- (2-7-— )V) 7;7] O^-h'J/H 
15 1 8mg£ffll^T|n)tilc^U *#£nfcffl£j£^£TLC (MF*mi£> ?nn 

:ff7hF'D77>=10 : 1) T?«f8!! UT\ 4- [N- (4-^7; 
:7i^;i/> -N- (2-t^—^) 7;;^f;i/] ^^-r.^ x;i/"7 r > - h^W- 

O 

1 H-NMR(CD 3 0D, <5):4. 75(2H, s), 4. 89C2H, s), 6. 73-7. 54(1 1H, m). 
20 MS(m/z):320(M + - S0 2 NH). 

mmm 1 5 

Wfeffli 1 ic*j^x> 2' -— hn t* 7x^-4 -*-;UDft*>9 fc 4- [N 

- (4-h Fa + y<>^;l/) -N- (3 -5^— ;U) T$7] 'O MJ 71/ 8 

25. F7tKo75>=10 : 1) T»ll!bT> 4- [N- (4-'>77 7x 

—A) -N- (3-^-A) 7?;^f;H y x^y r j - y^ntz 0 

'H-NMRCCDgOD, <5):4. 74(4H. s), 6. 69-7. 5K11H. m). 
MS(m/z):399(M + ), 320(M + - S0 2 NH). 

mmm 1 6 
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%£*?$U ^ d d 7 •> 7 ^ - M 4 8 m g Ifc t> 1 7B# 

5 MTLC (MUBiggiL ^DDtW^ : y 0:1) "CflliS U 2' 

- — hoh'^x^7U-4--1'7U X7l/^ r ^ - h 1 6 0mg^/: o 
HJfe^lJ 7 7 

H«iJl fC&t^T. 2' --ha b'-7 i-=-7b- 4-^--7U©ft^^)(C4 - (1 

io lc (nr^M. ^^it- > : 2 n tiijit, 4- a -^7 

^71/) X/l/7r^-h6 3mg^I/; 0 

'H-NMRCCDCU, 5):4.99(2H, br s), 7. 28-7. 66(8H, m), 7. 66-8. 03C3H, in). 
MS(m/z):299(M + ). 220. 

mmm 1 8 

15 IWJli:fc^t N 2' -— Fnf7x-;l/-4-t- 7U<Dft;bf) C 2 - b K 
D + ->-9-7^uy >9 Smg^ffl^TTOiCgilfPUT. 9-t^7 7M 
l>>-2--r^ x;l/7 7 y-f55mg^{#/: 0 
^-NMRCCDCls, 5):7.22-7.77(7H, m). 
MS(ra/z):275(M + ), 196. 

20 mmm 1 9 

mmmUzio^X, 2' -- ha £'7 ^ — JV- 4-*-J\y<DRfrr)lZ7 
>-2-*-Jl>3 6mg^m^xmmizm^L, {lb^;ffl4«TLC (Jg 
H37§i&. i?jr.f-;l/i-^7l/ : ^^1t->= 1 : 1) TilSbT, 7 frit V y - 2 - 
<<)\s XJl7rJ- b 2 2m g%mtz 0 
25 'H-NMRCCDCU, <?):3.91(2H. s), 7. 13-7. 9K7H, m). 

MS(m/z):261(H + ). 181. 
11^1 8 0 

mmffl 1 (rfc^T> 2' hat'7 jl— )V-4-3r— 7l/Oft^> <9 4 - (3 
-b°U^;l/) -7xy-,t/3 3mg^ffl^T|5|*i«c^fpU. ^ £*ifcffi£j&^£T 
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l c mmmm. ? a a . j -;v= 10:1) -v-mm it, 4-0 

•H-NMRCCDaOD. <5 ) : 7. 32-7. 85(4H, m). 7. 97-8. 19C1H, m), 8. 53C1H. dd, 
J=1.2, 3. 2Hz), 8.80C1H, d, J=1.5Hz). 
5 MS(m/z):250(M + ), 171. 
H»J8 1 

%Wfr\ 1 i:*J^T, 2' - — h o t '^7 i^yb- 4 -*—j]/<DRt>9iz 4 - (2 
->W7y-^-4-^;l/) 7a;-;H 0 2mg£flH>T|5j;jiltcSf1=U 
ib^cHM^TLC (MHfT/§£iU ^DD^l/A:^^y-/|/=10 : 1) 
10 TffigJLT. 4- ( 2 — y ^ )\z^~T V—JV— A— 4 )V) V r S - 

h 14mg^:„ 

■H-NMR(CDC1 3 . <5):2. 77C3H. s), 7.3K1H, s), 7. 35(2H, d. J=6Hz), 7.85 
(2H, d, J=5. 7Hz). 
MS(m/z):270(M + ), 190. 

15 mmm 8 2 

HWijlKfct^T. 2' ha £7 j.—J\s- 4-*-J\s<Dftt>t)lZ4- (2 
-7;;f7 < /-;V-4-^f^) 7 x y-;l/5 2mg^ffl^T|5)fi|{c^fpUs ^ 

ff&ILT. 4- (2 r^e-r^T i J V— 4 -4)V) 
20 x;l/7 7 ^-h8mgm o 

'H-NMRCCDClg, (5):6. 96(1H, s), 7. 30(2H, d, J=5. 7Hz), 7. 86C2H, d, J=5. 7 
Hz), 8.2K1H, s). 

MS(m/z):350(M + ), 270, 192. 
H»J8 3 

25 Hi{«Jli:fc^T, 2' -- hnt'7 x— yU-4->r->'U©ftt?0iC5- (4 
-hFn + ->7x-;l/) -N-y ^yl/- 3 --f v * If v*-;l^;l/ ^ K2-3 

A : * 0:1) T1«UT> 4- [3- (N - J ?-Jl/t> JW<* J ;U) 
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*H-NMR(CD 3 0D, <5):2.94(3H, s), 7. 07QH, s). 7. 48(2H, d, J=5. 7Hz), 7.93 
(2H, d. J=5. 7Hz). 
MS(m/z):297(M + ). 218. 
18 4 

liC&l^T. 2' -— hnt*7i~^-4-*-;KOftt>f9tr3-^n 
Dh'7x-;b-4-t-;H 0 2mg^ffll>TPlti{c^U *H£ft*:ffl£j!£#i 
^TLC (Jggfljgii. : »f^l/= 2 : 1) TfitlSlL-T. 

If? 4 ->f;u 7;l/7 7 y-h6 8mgrf|/:o 

'H-NMRCCDCU, 5):5. 07(2H, br s). 7. 30-7. 76(8H, m). 
10 MS(m/z):285(M + +2). 283(M + ). 206, 204. 

mnms 5 

IMijlCfc^T, 2' -— hut: - 7x^.^-4-^--;U©ftt)»9(c3-7'a 

tlc cmmmm^ ^^jv^-^-jv -. ^-tt->= i : d t*«s8ut n 3-7* 

15 Dth*7x-;U-4-^;l/ X^7 7 y-hl7mg^f; 0 
'H-NMR(CDC1 3 . <5):7.30-7.80(8H, m). 
MS(m/z):329(M + +2), 327(M + ), 249. 
^W"J8 6 

^WJ 1 icfct^T, 2' -— h o fcf? x — 4 -*-J\s(DR*)t9lz. 3-3- 
20 Ft'7x^.;i/- 4 Omg&m^Tmmiz&ftL^ 'f#£*i/cffl£^£- 
TLC (JggfliggjL ^jc^/I/ji— : >= 1 : l) -p«SU^ 3-3 

- Kt"7 i^-yu- 4 — T x;l/7 7 ^ - h 1 0mg^/; o 
•H-NMRCCDClg, <5):5. 12C2H. br s), 7. 30-7. 70(8H, m). 
MS(m/z):375(M + ), 296. 

25 HJ60J8 7 

^WJ1(w*ji>t. 2' -— h p t*7 x-^/u- 4 -Jr-JMDftt)*) i;N- (4 

- t + 3 — f yl^) 7-fe h7; K2 2 8m g&ffl^TlSUSMcifc 
fPL-T. 3- (N-7-t?^;b) T i J \£? 4 — T ^ x;l/7 7 y-h9 
2mg^: 0 
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'H-NMRCCDCla, 5):2. 22(3H, s), 7. 31-7. 67(8H. m), 8. 40C1H. br s). 
- - MS(m/z):306(M + ), 227, 185. 

mmm 8 8 

N- (4' - t + ^— JV— 4 -4)V) * 9 >X7l/*>T S K2 Om 
5 g£N, N-v?^W-bh7 5 KO. 2mli:*SIU *ftTH)iW; 
> 1 1 1 £*nx.> 3 0»*ftT"C»8il/fco ^(Dm&Wizi&ikxjiy * 

UTS ^*lfcffl4lS1»*T L C (SN«H. T-fe h> : ^^-^>=1 
10 : 1) TffiiU 4' - (N-^7UX7U*^.7l/) 7Uk'7x-;l/-4-^^ 
X7U:7 r^-h23mg £t#7t 0 

•H-NMRCDMSO-de, 5):3. 0K3H, s), 7. 30(2H, d, J=7. 8Hz), 7. 34(2H, d, J=7. 
8Hz), 7. 63(2H, d, J=7. 8Hz). 7. 69(2H, d, J=7. 8Hz), 7. 98(2H, s), 9. 83C1H, 
s). 

15 MS(m/z):342(M + ), 184. 

mmm8 9 

HWJ8 8 Kfc^T. N- (4' -kFo + yt'7x^l/-4-'fW ^ > 
X7l/*>T^ K©ft*>0lwN- (4' -t Fo + ->k*7x-;l/-2 — f7l/) 
>X7l/*>TS Fl 0 5 mg£fflt^T|o|*£ KjgfpU 'ft £ftrtrffl&JiJt#l£-T L C 
20 (KBH&ifik ^oWA : 7-br h>=6 : 1) T'iUbt, 2' - (N->f 

7i;t"7x-;v-4-^^ x;l/7 7 ^-Mllmg^f|/; 0 
•H-NMRCDMSO-de, <5):2.74(3H, s), 7. 34C2H. d, J=8. 6Hz), 7. 3-7. 5C4H, m), 
7.53C2H, d, J=8. 6Hz), 8. 03(2H, s), 8. 95(1H, s). 
MS(m/z):342(M + ). 263, 184. 
25 9 0 

8K*H>T. N- (4* — t Kn + *>h*7x — yi/— 4 — 'f 71/) 
X7l/*>T i F©ft*>«9t-4' -kFD + yk'7x-;i/-4-^;i/ 

h 1 2 9mg^ffll>T|5j«|{C^fPUT. £tt/cffl£fj£^£T L C mm 
T-tr h > : ^*1*-> = 1 : 1) TfflUb, 4* - > ^7l/X7U*^7M"4- i/ 
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t'7x-;P-4-^^ 7 / - f> 1 3 3mg^it 0 

'H-NMRCDMSO-de, <5):3.40(3H, s), 7. 3-7. 4(2H. m), 7. 4-7. 5(2H. m), 7.7- 
7.8C4H, m), 8.0K2H, s). 
MS(m/z):343(M + ), 264. 185. 
5 H»J9 1 

HiS£>]2 fcfct^T. 2' -- hv\£-7 *.—J\s- 4-*-JV<Dft.*>K)\- (2Z) 
- 3 - 4 - b Ko + ->7i^l/) - 2-7x^7°oa- 2 h U ;H 0 

It.Mi»TLC (JlP^jSU ^odWA : y ^ y -yl/= 1 5 : l) 
10 TflSSLT. 4 - ( (1Z) - 2-y7y-2-7x^l/f^;b) 7 x 
)\s7r*-Vl 0 9rag^i/: o 

l H-NMR(CD 3 0D, 5 ) : 7. 3-7. 9(6H, m), 7. 77(2H, d, J=9. 0Hz), ' 7. 98(2H, d, 
J=9. 0Hz). 
MS(m/z):300(M + ), 221. 

15 Mfaw 9 2 

HJfe^2tc*jiNT^ 2' --FDt'7x-;i/-4-/T-;i/®ftt)^: (2Z) 
-2, 3 — t'X (4-t h'o*->7x-;l/) 7°o/^-2-i>- MJ;H2 2m 
g. mitJ^UXDRiomzi, 2-^oni^>£ffl(,>T|5|ifi;:«£flFU $ 
t>*l*:ffl4EJ&!$l&TL C (SM^ii, £ ao*yl/A : T-fcr h >= 3 : 1) 
20 L/T. 4- [ (1Z) -2- (4-X;l/7 7 ; &'fW->7x^l/) -1->T 
yt"^^] 7x-^ ^7 7>-h8 6mg*ifc 0 

J H-NMR(CD 3 0D, 5):7.46(2H, d. J=8. 5Hz), 7. 49(2H, d, J=8. 5Hz), 7.7-7.9 
(3H, n), 8.02C2H, d. J=9. 0Hz). 

MS(m/z):316(M + -79), 237. 
25 Hifefll 9 3 

^WJ2(rfc^T. 2' Fd t*7 x^-;U- 4 -*-JV<DRfr*)iz (2 Z) 
-2- (4-hF'n + ->7x-;V) -3-7x-;l/7 p D/N°-2-iV^ h 'J^l 
OOmg, mt/^Uy(OKt>y)\Zl, 2-^*nn:n*>£ffl^Tl^t8KSlffc 
U ib^/:ffl4«TLC (SM«li> ^notwl/A : ^^;-;l/=l 5 : 
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1) TffiSSLT. 4-[(lZ) -l-->7y-2-7x-;i/t'-;H 7 
XJl/V r^-M04mg &mtz 0 
1 H-NMR(CD 3 0D, <5):7. 3-7. 6(5H, m), 7.6-8. K5H, m). 
MS(ni/z):300(M + ). 221. 

5 mmm9 4 

HWI2{rfcOT. 2' hob*7x— Jl>- 4-*-J\s<DRt>*)lZ4- [N 
- (4-hFD + ->^>i?;l/) -N- (2-h°'j i >W 7i7] K>'/zhiJ 

10 =10 : 1) TIHIT> 4- [N- (4->7/7x-;l/) -N- ( 2 - fcf U 
= 'JAd 7 x J / f-M 7x- )\y X;b7r^-h2 2mg^fco 

•H-NMRCDMSO-de, <5):5. 27(2H, br s), 7. 27(4H, d, J=3. 8Hz), 7.4-7.8C2H, 
m). 7.8-8.K3H, a). 8. 2-8. 8(2H, m). 
MS(m/z):302(M + -79), 195, 107. 
15 H»I9 5 

ft»J8 SKfc^T. N- (4' - t Kn + -> k*"7 4 -f ;V) 

XM>7; K©ft*>*)ic4' -kFu + y-4--Fn-2-h'7x-;^;l/ 
^-h'J/H2 0mg, mt^J^y T^^OftJbOlwtt-fLN, N-i?yf^ 
^t^/I'O. 4 3 Om 1 ^ffl^TlHlli(cJ#fFU> f§£ftfcffl&fifc!&£TLC 
20 mmmm, 9 an*;UA : 7-tr h >= 1 6 : 1) TtiaJlU 2' -y?y- 
4' --hnb"7x-;l/-4-^;l/ N, N- r > - h 9 7 m g 

'H-NMRCDMSO-de, <5):2. 97(6H, s). 7. 5-7. 6(2H. m), 7. 7-7. 8(2H. ■), 7.94 
(1H, d, J=8.8Hz). 8.57C1H. dd, J=2. 2, 8. 3Hz), 8. 84C1H. d, J=2. 2Hz). 
25 MS(m/z):347(M + ), 240, 108. 

4' -7;;t'7x^ -4-t-;l/4 3mg^N, N- it/ ^/UT-fer h 7 
i KO. 7mllC*»U ^K^Tig'fbxyP^ r ^--r;H 0 7mg^jDx.. ^MT 
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10) TffiSyu 4' - (x;i/7r€^^7^/) h*7 4 ->fyb 

5 'H-NMR(CD 3 0D, <5):7. 30(2H, d, J=8. 7Hz), 7. 37C2H, d, J=8. 7Hz), 7. 56(2H. 
d, J=8. 7Hz), 7. 63(2H, d, J=8. 7Hz). 
MS(m/z):343(M + ), 264, 184. 

mmm 9 i 

HSfe0>j9 6 Kfc^T. 4' -TS 7 k*7 x^-;l/ - 4-*-J\/<DRt>*)lz2 > 
10 -T * y k'7x-yl/ - 4 -*-/U7 5mg^ffl(,>T|5l^|(C^U n^titzm 
4«TLC (J^7§8k ^do*/1/A :f h5k Ko7 5> = 17:10) 
Tlt^UT. 2' - (XJV? -r^^JVT I J ) If 7 4 — f/U X;l/^ r 

y - h 3 6mg^f|/; 0 

'H-NMR(CD 3 0D, 6 ) : 7. 1-7. 5(3H, m), 7.4K2H, d. J=8. 6Hz), 7.5K2H, d, 
15 J=8. 6Hz), 7.66C1H, dd, J=0. 8, 7. 9Hz). 
MS(ra/z):343(M + ). 264, 184. 
19 8 

19 6 tcfct^T. 4' -T ^ J \dy - 4-?i--J\/(DRt>t)lz (2 

Z) -2- [4- (N-X7U^ r -E-f;UT i y) 7 ;U] -3 - (4-t Ko 
20 +->7x^U) 7u/n"- 2-^>^ h U/H 2mg«-ffl^T|i|SUcSftU 

nfcffl4li!cft*TLC (SBSigiSk ^nn*/l/A : T-tr h >=2 : 1) Tfllffl! U 
Ts 4- { (1Z) - 2- [4 - C^Jiy i J ) 7x-^] -2--> 

7/t'- ;W 7i-;l/ 7;l/7 7y-h5mg*ifc 0 
'H-NMRCCDaOD, <5):7. 16C2H. d, J=8. 6Hz), 7.3K2H, d, J=8. 6Hz), 7. 67(2H. 
25 d. J=8. 6Hz), 7.74C1H, s), 7. 97(2H. d, J=8. 6Hz). 
MS(m/z):315(M + -79), 236. 

mmm 9 9 

MM&)9 6 fcfct^T. 4' -7; J t"7*— ;l/ - 4 -;*--yu©ft;b9 fry. f- 
^ 4- [ (1 Z) -2-->77-2- (4-t Kd*>>7i^) t*~yU] 7* 
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;l/?Mr->U- h 2 7 9 m g £ffl(^T|5)Jilc*ift U ^ti/cffi^j&I^T 
L C (ggg&SU ^dd*;I/A :f h?t Ko77>=8 : 1) Tffit8U"S\ * 
fvl/ 4- [ (1Z) - 2- (4-X^7r^Wy7x^) -2—>T 
y h'i/i/] 7 x-;i/*;^+ ->U-h284mg *»fc 0 
5 ! H-NMR(DMS0-d 6 , <5):3.89(3H, s), 7. 44(2H, d, J=8. 8Hz), 7. 88(2H, d, 
J=8. 8Hz), 8. 05(2H, d, J=8.4Hz), 8. K4H, m), 8. 14C1H, s). 
MS(m/z):358(M + ), 279, 248. 

mmm 1 o o 

2' - ->T 7-4' — —hp 1 7 x —Jl* — 4 — Jl/ X^7 r ^-F2 6 2m 
10 g^»2. 5mli:^U 1 0%^7^-?A^4 4 5mg^M, 1ST 

1) 4' — T S 7 - 2' -i/7;t'7x-;i/-4--f/i' x;u^ r y 

15 — b 5 2 m g&MtZo 

>H-NMR(DMS0-d 6 . <5):5. 73C2H, br s), 6. 93C1H, dd, J=2. 4, 8.4Hz), 6.98 
(1H, d, J=2. 4Hz) f 7.27C1H, d, J=8. 4Hz), 7. 36(2H, d. J=8. 4Hz), 7.55C2H, d, 
J=8.4Hz), 8. 10(2H, s). 
MS(m/z):289(M + ), 210. 
20 Mm 1 0 1 

HKsWlOOCti^T, 2' -->7y-4' --(-Dt"7x-;i/-4 — f/l/ 
XJls? 7 7 — h<DRt>*)lz4' ->7V-2' -— hDt'7 — i )\s 
XJ17 T J - MO lmg^ffl^T|5j^|{C^U Hb^ffi±»TLC (Jg 
BBSfiSk £ DD*yl/i, : y ^y-;u=9 : i) TfliajUT^ 2' — T ^ 7 — 4 ' 
25 -*>7V h"7i— — XJl7 r J- h 1 5mg*mtz 0 

1 H-NMR(CD 3 0D, <5):7. 01C1H, dd, J=l. 5, 7. 7Hz), 7. 08C1H. d. J=l. 5Hz), 
7.15C1H, d, J=7. 7Hz), 7. 43(2H, d, J=8. 7Hz), 7.48C2H, d, J=8. 7Hz). 

MS(ra/z):289(M + ). 210. 

mmm 1 
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2-^D*7xi;i/7th-h»J;i/3 9 2mg N 4- J K->7i-;^^ 
3 3 4mg. »N°7^Oi.0. 9mg, ^'J^A69 lmg, mt"r 
:/^/WT>^-*7 A 6 4 5mg:fccfctf^7K2. 2 m 1 Ol^^lI^fflMT 

ftRif;l/=3 : 1) -CffilgSlU 4' - ^ h 4- 2 - t" "7 x ^yUT-fer h — h V 

•H-NMRCCDCU, <5):3.62(2H. s). 3. 86(3H, s). 6. 86-7. 70(8H, m). 
10 MS(m/z):223(M + ). 

mmm 2 

4' -y Y*i/-2- t'7x-;U74r h— h 'J 4^8 9 m g ^i&fb.* ^ U > 0 . 
6 6mlC^U *^T> lMH*fb*?sil-i£<fby f-U>?g&0. 8 m 1 £ 
tax. 4 0#*#Lrtio IficiU $bi:4 0#it#L/i o ^f&S^^tgfDA 

: ftiif;l/=2 : 1) TflHKU 4' - t Kd + ->- 2 - t"7 *-JUT* h- 

'H-NMRCCDCls. <5):3.62(2H, s), 6. 73-7. 64 (8H, m). 
20 MS(m/z):209(M + ). 

-5-- hn^V/- h »j^3 6 5mg£ffl^T|5)ti{r*gfeU 

25 =2 : 1) "CffiSlbT. 4* h*->-4~- ha-2- t*"7 x— yU^yl/sK— 
h »;;l/4 2 8mg^#/; 0 

•H-NMRCCDCU. 5):3.89(3H, s), 7. 07C2H, d, J=5. 5Hz), 7. 55(2H, d, J=5. 8 
Hz) f 7.67C1H, d. J=6.0Hz), 8.43C1H. dd. J=l. 7, 5. 5Hz), 8. 60C1H, d, J=l. 5 
Hz). 
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MS(m/z):254(M + ). 

8jiiCT2t=*J^T. 4' -J b^r>-2- t*7i- ;l/7t b — b ')J\s<DRt>Q 
(14' -> b*>- 4 -— h o - 2 - t*7x-;W;l/t;- F'J;H0 2mg^ffl 

VU=3 : 1) T'fflUlt, 4' - t Kn4-->-4-- b o - 2 - fc"7 
^ b 7mg£'#fc 0 

'H-NMRCCDCls, <5):6. 99(2H, d, J=5. 8Hz), 7. 49(2H, d, J=5. 3Hz), 7. 68C1H, 
d. J=5.8Hz), 8.44UH, dd, J=l. 7. 5.3Hz), 8. 60C1H. d, J=l. 5Hz). 
10 MS(m/z):240(M + ). 

m&mi icfcot^ 2-7'o : e7x-;l/7^ b— b >; yu©ftt> 0 c 4 - ^ o a 
-3-- l-n<>7- b 4 8 m g^ffl^TIMfcglfp U &«S>nfcffi£fifc 

15 =2:1) Tffl^UT. 4' b 2 b d - 4 - h '7 *-J\sijjV#- 

b 'J^6 4 Omg^'fi/Co 

'H-NMRCCDClg, 5):3. 86(3H, s), 6. 98(2H, d, J=5. 7Hz), 7. 24(2H, d, J=5. 7 
Hz), 7.58C1H, d, J=5. 3Hz), 7. 83(1H, dd, J=l. 2, 5. 3Hz), 8. 06(1H, d, J=l. 2 
Hz). 

20 MS(m/z):254(M + ). 

SliS^J2(C*J^T. 4' h + ->-2-t*7x-;P7-lrb-h'J;UOftt>^ 
1-4' - y h + y-2--hD-4-h"7x-M;^-h l J;l'2 0 8mg^ffl 

25 ^=3 : 1) Tffl^UT. 4' - t Ko + >> - 2 - - h □ - 4 - h*7 x-^;l/ 
tf- b U 4 Omg^Ufco 

'H-NMRCCDCls, 5): 6. 9K2H, d. J=6. 0Hz), 7. 16C2H. d; J=5. 3Hz). 7.59C1H, 
d, J=5. 3Hz). 7.85C1H. dd, J=0. 8, 5.3Hz). 8. 07(1H, d, J=0. 8Hz). 
MS(ra/z):240(M + ). 
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DiJ Kl 5 gfcitf 4 -7;>/7i>/ — ;U 1 5 
g®*I£^£N. N-yyf;I/*;UA7; K2 0 Om 1 *T*3 0ftmMffiLtz o 

5 th'J^AfMUCo M^Si LT^ bilfcfiM^ •> 'J ^7 7 A ^ 

0 7h^77^ - (T^dl^giL ? dd*;1/A : T-t? h >= 5 0 : 1 ) Tlf S5! U 
4- [N- {A-^> : Jj^^-'y^y'JjV) y~y] 7xy-;Hlg» 0 
'H-NMRCCDCls, S):4. 19C2H. s). 5. 05(3H, s), 6. 4-7. 5C13H, m). 
MS(m/z):305(M + ), 197, 91. 

10 m&ms 

4- [N- (4 -sOitJl** 7;;] 7iy-;l/500mg^ 

tr Ui?>4m 1 {c?gft?U 7X/^T. i&itJ ? >XJV*-jvim 1 3 0# 

Pa^r^U/Co RJfc^r^KzkJCflox.. #rtH L/c^^^i«^L. 4- [N- (4- 
^>^M-+->K>>W -N-y ^yUX/l/^^uy ~ y] 7 y^>x 
15 ^t4-h7 19mg$i/c 0 

'H-NMRCCDCls, <5):2.93(3H. s), 3. 13(3H, s), 4. 77(2H, s), 5. 02(2H, s), 
6.7-7.5 (13H, m). 

MS(m/z) : 197, 91. 

20 4 - [N- (4-^>iSjV**i"<>i>jV) -N-/i-)V^JV^-)VT I J1 
7 ^>m^-F350mg, 1 0 ^7 3 5 0 m g:fo 

omi (Dm^^2Bm-ME.7mi : X'mnLtz 0 ^mwzmm 

UT|&£ N i^7&£^£U 4- [N- (4 - t Ka*v^>>?/1/) -N-y^l/ 
X;^_;|/7;y] y^VXM4- F2 6 0mg^/; o 

25 'H-NMRCCDCU, <5):2.94(3H, s), 3. 15(3H, s), 4. 73(2H. s), 6. 72C2H. d, 
J=9Hz), 7. 06(2H, d, J=9Hz), 7. 25(4H. s). 
MS(m/z):371(M + ). 265, 186, 107. 

mmm 1 o 

4- [N- (4-tFo + y^>-;;l/) -N-y 3-jVxjV*-jut i J ] 7^ 
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-Jlsm&O. 5 m 1 <Dm&m&* ^y-/U2m 1 h5t F'D77>lm 

5 *lA:ffl£j##l£T L C (MP/§4K. ^dd *JlA : / ? J -;U = 19:1) t'ffi 
«K!U N- (4-t Fn + v/^>^;l/) -N- (4-kKn + y7 1 ^;l/) ^ 
>x;l/*>T^ K3 8mg^it 0 
'H-NHR(CDC1 3 , <5):2.91(3H, s). 4. 66(2H, s), 6. 6-7. 2(8H, m). 
MS(m/z):293(M + ), 212, 187, 108. 
10 Mi&m 1 1 

4- [N- (4 -s<> ^;M-**><>^;1/) T~y] 7xy-;H00mg^ 
t°U v>>4m 1 (C?gft?U «0^2m 1 MUX- 2mmMWLtz 0 R(6 

15 ®* UT^t»n^ti^^^TLC (JgTOgiU ?uD*;bA) Tf&S!! U 4- 
[N-T-ir^;b-N- (4-^>^^^v^>^;U) T^7] ^i^l/ T-br 
7— M 1 4mg^Hfco 

'H-NHRCCDCls, <5):1.87(3H. s), 2. 29C3H, s), 4. 79(2H, s), 5. 03(2H, s), 
6.7-7.5C13H, ro). 
20 MS(m/z):389(M + ), 197,91. 

mmm i 2 

§S!jg0iJ9 Kfc^T, 4- [N- (4-<>> ? ;u?r^>^>^7U) -N-j^jv 

;l/-N- (4 -^>^;M-4^>^>^;l/) T~/] 7x-/l/ 7tf-h400 
25 mg^ffll\ i^^-^if >©R^^{Ci^y-;U6m 1 £ffl^T|aI1i{C}gfp U 4 

- [N-T-trf-;l/-N- (4-t Fo^M>-^l/) 7?;] 7 *—Jl T-fef- 

- h2 7 Omg^'f§/Co 

^-NMRCCDCU. S):1.88(3H, s), 2. 29(3H, s), 4. 78(2H. s), 6. 6-7. 3(8H, m). 
MS(m/z):299(M + ), 193, 151, 109. 107. 
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1 3 

mmmi Oiwfc^Tx 4- CN- (4-tKo + y'<>^) -N-;^/l/X 
;l/t^;l/7;7] 7 /> ? ^X/l/** - h ©ftfc> <0 iC 4 - [N-T-t?^^ 

-N- (4 - t Ko4=->"<>^yl/) T ^ 7] 7x-yl/ V 4 5mg^ffl 

5 i^Tmmizmr?^ n- (4-th*o+^>^) -n- (4-kFo+->7x 

7th7; K2 0mg*#fc. 
^-NMRCCDCU, <5):1.84(3H, s), 4. 72(2H, s). 6. 70(2H, d, J=9Hz). 6.74 
(4H, s), 6. 98(2H. d. J=9Hz). 
MS(m/z):257(M + ), 151, 109. 

io m&m 1 4 

4-^ h^v-N- (4-^ h^->-7i^;l/) ^>X7; K 6 0 0 m g is £lf 
6 0 %7km4ti- h'J^A150mg cDMS®}* 'J / i-jvxjl** •> K 7 . 5ml 
5 0°C-C1 O^FbW^ U/Co a^it^JVl. 0 5ml«, Kf&il^t) 

15 Mm&ykPc'&MykfiiiWZ-*- h U L/c c gimLr^t.n/;SM 

£TLC (H^^. ^dd^A : 7-bh>=80 : 1) -CfSi3 U N-if 
4 - y h^v-N- (4-^ ^y7i^) OX'T ^ K5 9 1mg^ 

/Co 

•H-NMRCCDCla, <5):L19(3H. t, J=7Hz), 3. 73C3H, s), 3. 75(3H, s), 3.90 
20 (2H, q, J=7Hz), 6. 5-7. 4(8H, m). 
MS(ra/z):285(M + ), 135. 
1 5 

l-Nxf;l/- 4 -j* h*is-N- (4-^ l> + ->7i^l/) ^>X7; K5 8 5 

A : y ^y-;u=9 : 1) TifMLT. N-i^yl/-4-t Kp + v-N- (4 
- t F'D + y7i^;l/) ^>X7; K4 6 6mg^ifc 0 

'H-NMRCCDClg. <5):1. 17C3H, t, J=7Hz), 3. 87(2H, q, J=7Hz), 6.4-7.3(811, 
m). 
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MS(m/z):257(M + ), 137. 121. 

m&m 1 6 

T|H|«{C^fpb. 4-^ h * -> - N - (4-^ h + >'7x-yU) -N-^f^W^ 
5 >X7^ K6 2 9mg^j|/; 0 

•H-NMR(CDC1 3 , 5):3.43(3H, s), 3. 74(3H. s), 3. 75(3H, s), 6. 5-7. 3(8H. 
■). 

MS(m/z):271(M + ). 135. 

m&m 1 7 

10 fi!at^J2t-*>H>T. 4' h + ->-2-h*7x-^7th-b'J;l/©nt»^ 
i:4-y h ^ -> - N - (4-> h + ">7i^) -N-/f;K>X7^ K6 0 

: J ? j-jv=9 : 1) TffiiUts 4-t Kn*->-N- (4-t Kd + 
-> 7 -N-yf;K>X7; K4 8 9mg*ifc. 

15 'H-NMRCCDCU. <5):3. 40(3H, s), 6. 4-7. 3C8H, m). 
MS(m/z):243(H + ), 123, 121. 
Mi&m 1 8 

SSlit^Jl 4(CfcC>T. 4-y h**>-N- (4-^ h + i/7x-;l/) ^>X7 
S K©ft*> *5 IC 4 - ^ h + v'-N- (3-^ Ky7i-;l/) ^>X7 $ K£ffl 
20 ^ sVitx-^JVOftfrt) KB 041/^*1. 2m 1 £ffl(^T|H)*i{c^fpU 4 
-> h + ->-N- (3-^ h + -N->fMyX7i F6 2 5m 

'H-NMR(CDC1 3 , <5):3.46(3H, s), 3. 69C3H, s) , 3. 74(3H. s), 6.5-7. 4 (8H. 
■). 

25 MS(m/z):271(M + ), 135. 

mmm 1 9 

S!!at^J2tw*J^T^ 4' - ^ h * 2 - \£V hJ=. h »J J\y<Dftt) 0 

h 4- -> — N — (3-^ ^y7z^l/) -N-^;K>X7 5 K6 1 
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: t ^ y-JV=9 : 1) TfflULT, 4-bKo + y-N- (3~ t Kd + 
*>7i-;U) -N->f/K>X7; K4 4 2mg^if;o 
•H-NHRCCDCls, 5):3.42(3H, s), 6. 4-7. 3(8H, m). 
MS(m/z):243, (M + ). 123, 121. 

5 m&m 2 0 

7 x-jvt Y3 v > 1 . 0 8 g £ h° »J 'J > 1 0 m 1 izfeM U */^TT-*ft7KilF 

0 : 1) -CfSSaiU N* -T-fe7 c 7l/-4-^ ^y-N-7x-/K>«/t 
S>K1. Og^ifco 

l H-NMR(CDCl 3 , <5):2.07(3H, s), 3. 76(3H, s), 6. 72(2H, d. J=9Hz). 7.21 
15 (5H, s), 7. 43(211, d, J=9Hz), 8. 09C1H. br s). 

HS(m/z):284(M + ), 135. 
SW>J2 1 

88ig^2C*JC^T. 4" h*ris-2- ¥7*—JlsT*r h~ h 'J ^Oftfr *) 
KN' -T-fef-ylz-4-y f + ->-N-7i-M>'/h K7^K5 0 0mg* 
20 ffll^TS«K»ftU l^il/:M«TLC (ggflgH, ^DDt«M : ^ 
^y-;V= 15:1) TfiflSLT. N' -T^^JV- 4 - t F'D + y-N-7x 
— ^ >V*hK7y'F2 2 4mg £f#fc e 

'H-NMR(CDCl3+CD 3 0D. 5):2.04(3H, s), 6. 66C2H, d. J=9Hz), 7. 2K5H. s), 
7. 35(2H, d, J=9Hz). 
25 MS(m/z):270(M + ), 121. 
£3*60] 2 2 

4- (ter t-ywyf/l/i/ij;^-/) ^>i?/l/7/^-/H6 7m 
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Zm&XstZo ^t&T-fe h— h 'j;M. 3mli:»»U 4- [N-(l, 2, 
4 - h — < >V) T \ /] I-**/— h U 0 8mgfcJ:[f» 
'J-)A172mg^M, IfiTl8^P31II$Uo RJfcift^l&fcTk***.. m 

5A^n7h^7^ - (fetbt&m* ^DD^/l/A : ^/-yU=9 : 1) -£fjt 
$5!U 4- [N- (4-tKo + ->^>-^l/) -N- (1, 2, 4-hUTV- 
4 ;U) 7 * y ] <>>/zhiJ;H0 2mg „ 
1 H-NMR(DMS0-d 6 , <5):4.89(2H. s). 6. 6-6. 8(4H, ra), 7. 04 (2H, d, J=8. 6Hz), 
10 7. 72(2H, d, J=9. 0Hz), 8. 65(2H, s), 9. 40C1H. s). 
MS(m/z):29KM + ), 185. 

mtm 2 3 

4- [N- (1, 2, 4-h l J7V*-;l/-4-^^) 7U] ^>y\z-b»j;u 
10. 4 3g, F'jxw^7. 9m 1 teJ;M^fU>5 6m 1 
15 ^£-7kftT!f # U 4 - (h>J^f;l/i/U /"M"* » K > n 'J F 2 3 . 

7 gis£vn&it/ : ?-\s>2 8m 1 ^&tt«a^tt*iTFlT^ 1ST 1 B#R8JI# 

^ (1 : 1) T'tttBU/Co !*tfJJft£7k8feU h U ^AT^Lfc^. 

- (&ttiiSI£. ?dd*M : T-tr h >=4 : 1) "C^U N— (4-->7; 
7x-;l/) -4-tFo + y-N- (1, 2, 4 - h U T »/-^- 4 — f /U) *C 
>X7 ; K6. 2 g£&fco 

'H-NMRCDMSO-de, <5): 6. 7K2H, d, J=8. 8Hz), 7. 38(2H, d, J=8. 8Hz), 7.46 
25 (2H. d. J=8. 8Hz). 7. 86C2H, d, J=8. 8Hz), 9. 05(2H, s), 10. 2K1H, br s). 

MS(m/z):305(M + ), 185. 

mmm 2 4 

^WJ1C*>^T> 2' — — h □ t"7 3.—)\s— 4 — ^— 7U©ft^>^(C 4 - t K 
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9 : 1) T*ffl$S!L/T. 4-*;l/;;U7i-;l/ r y - b 2 0 3mg£*#fc, 

'H-NMRCCDClg. (5): 7. 50C2H, d, J=8. 6Hz). 7.94C2H, d, J=9. 0Hz). 10.00 
(1H, s). 
5 MS(m/z):201(M + ), 121. 

m&m 2 5 

4 - ( t e r t -"73-JVi?jt ^/U-> U 'O ^;UT ;l/ 2 8 6m 

10 /U*l^4bTs 4- (t e r t ^^^f;l/y'J;l/t+y) ^>^/l/y- 

4- [N- (4— y< h^->^ T^y] h iJyU2 2 4mg^N, 

N-7yW^A7; Kl. 2m I CgiU *#T7k3H I; h U 
4 8mg^M, ifiT3 0^Ij$lfc o 3fe!CPI8UA:^b 4- (t-y^yl/ 
15 y7f;l/->»J;l/^+>» 'O-^^N, N-i?>f;^;l/A7; Kl. 2mli; 

TEiRUfcgU ^ET^jK*S*U/Co SI*fF7fcF'o77>l. 2mli; 
20 m 1 £flp>U IfiT 1 5 #R3!IM$ b/Co S^S^fetcfi&ft^KTK*^- h U »> A?X 

A^D7h^77^ - (*SfcBi§jBU Wf^k^Jly) TfitSHU 4- [N- (4-b 
Fo + yK>-;;i/) -N- (4-y F + ->7i-;l/) h U ^2 

25 2 9mg^/: 0 

»H-NMR(CDC1 3 , (5):3.82(3H, s), 4. 7-5. 0(3H, ■), 6. 4-7. 4C12H. ■). 
MS(m/z):330(M + ), 224. 

s&mm 2 6 
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h V JUDRte K) IZ 4 - (N-7x-/V7 * J ) ^>V— h »J/H 9 4mg£ffl{^ 
TTOMcatfEU 4- [N- + -N-7i_;l/7;7] 

<>V - h y;H 7 2mg^fc„ 

'H-NMRCCDCU, <5):4.9(2H, br s), 5. 1-6.4C1H. br), 6. 7-7. 903H, m). 
5 MS(m/z):300(M + ), 194. 

mitm 2 7 

WI2 2i:fel^ 4- [N- (1. 2, 4 — b V T */—A/— 4—4 )V) T 

x y] h y^©Kt>oic4. 4 --r ^ y t'x^w- h yyi'2 l 9m 

10 - (^ai^> > : Rixf;l/= 7:1) Tit §U L/T. N - [ 4 - ( t e 

r t --?=f-)\> ; J* i-jVi/ y /M-4-«» -4, 4' -^$7 t'X'Ov" 

- h y JU9 5mg» 0 

N- [4- (t e r t --f^-)WJ^ ^JU is y » - 

4, 4' - -f 5 J fc*x^>V— h y^9 2mg^f h5t Kd7 7 >0. 2 1m 

2imi mmx*z o#ra»#ufco mfcm&WKmumwt7kmi- h y 
h y^A-rifejftufea. WET»j»*e*L^ 0 it»n«»TLc ag 

BB&J^ ?an*;I/A :7th>=39 : 1) TfllU N- (4-t Ko + -> 
20 -4. 4' ->f i y t*X^>'/i h y /V5 4mg*|fc 0 

1 H-NMR(CDC1 3 , 5):4.8-5. K3H, ■), 6. 7-7. 6C12H, ■). 
MS(m/z):325(M + ), 219. 

mmm 2 8 

^«^7 'J7A9 OOmg^If^T t e r t -7? J-;V4 0ml tm& 

U fj y -7 A tert-7h + i/ K£398!!Ufco 

C£Dt7 y «7 A tert-7h + y KKiM t^I/TUU** *> KlOml £fln;U 
*7k/§T#£PU/c 0 S^*2 0°C£TFK&^ 4-T$yt°y^>l. 882 
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^i?yf;i/ZM^->F3ml CtMU rtffl* 3 0 °CJ£nF tzftcDKJ&m 

^7A^07h^77-( - (®aj^^ ?do*;1/A : 7 ^ 7 -;U= 9 : 1 ) T 
ffiSU 4- [N- (4-trysMO T^7] O'/- hu^i. 8 5g*lfc 0 
'H-NMRCDMSO-de, <5) :7. 0-7. 2(2H, m), 7. 30(2H, d, J=8^ 1Hz), 7. 7K2H, d, 
10 J=8. 8Hz), 7.9-8.K2H, m). 
MS(m/z):195(M + ). 

mmm22tzis^x, a- cn- a, 2, 4- h u y y-^-4-^i/> t 
sy] h u yi/©ftfe 0 4 - [N- (4-b°u>w r$y] o*/— 

15 Mi;Hl 4mg£fflt,>T|5HiKJiftU »&n^fi^dt«!*TL C (g§Bi§8U 
^d*/1/A : y ^y-;i/=9 : i) TfS^l^T. 4- [N— [4- (t e r t 
-•y^jUi// ^ jl is V jvjr is) -N- ( 4 — h° D i? jVj 7;y] ^< 

&t^T\ 4- [N— [4- (t e r t-y^y^f;l/yiJ;l/t+-» 
20 ^] -N- (4-t°'J S^l/) 7; y] OV- h lmg^fh7t Kn7 

5 >0. 3 3m 1 ^Wb-r h 5 "7^ JUT y^-^AOlMf h5 t K 

D7 ^«0. 15ml *ftj;SU SflTM 5»HH^L/fc 0 KJEiS£«jlC7k* 
4fiJi*I*fh7h Ka7 7>-^xf;i/i-f^ (1 : 1) "CtttiJ L/c 0 

18 U 4- [N— (4-hF'D^y^>^i/) — N— (4-fc°'J^l/) 7«/] 

•H-NMRCCDCls, S):4.96(2H, s), 6. 7-6. 9(4H. m), 7. 03C2H, d. J=8. 8Hz), 
7. 33(2H, d, J=8. 3 Hz), 7. 63C2H, d, J=9. 0 Hz), 8. 22(2H. br d, J=6. 4 Hz). 
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MS(m/z):301(M + ), 195. 

HWI4 (Hcfc^T. 7- 'J >0ftt> ^: 4 - 7 ; ; O 1 /- h 'J /b 3 . 5 8 

5 ^fhK4. 6 2 gzm^xmmizm^L^ m^ntzm&j&fy&^v try**)? 

A^D7h^77^ - (^ffc^. 7oo*M : T-br h >= 3 9 : 1 ) Tffifi! 
UT. 4- [N- (4 - b Fa*ri/'<>i?jV) T$y] HJ/1/3. 3 7 

'H-NMRCCDCla, <5): 4. 25(2H, s), 6. 59(2H, d, J=9. 0Hz), 6. 82(2H. d, J=8. 
10 6Hz), 7. 16C2H, d, J=8. 6Hz), 7. 40(2H, d, J=8. 8Hz). 
MS(m/z):224(M + ), 118. 

mmm 1 

4- [N- (4-tFn + ->^>^l/) 7;7] / <> > /-h'J;l/2 2 4mg > 
h U o.f-A>T 5 >0. 2 8ml fccktfr- h5b Kn77>7ml £zf§£r U 
15 M-7f;^;H7 8rag^i*i;M, 1ST- BfcJli$U*: 0 KJtSS^ 
Ok^-JJDX.. F5t KD7 5>-yxf;Vi-f/l/ (1:1) TJfttB 

/Co it>W;fiM^TLC (SBBigiSU ?dd^A :7th>=9 : 1) 
T'fSSIU N— (4-->7;7x-/l') -N- (4-t Kn + y^>^/l/) j^n 
20 f>7? K2 9 2mg^j|fc 0 

■H-NMRCCDCls. (5): 4. 2-4.7 (3H. m), 6. 6K2H, d. J=8. 8Hz), 7. 1-7. 7(7H, m) 
. 8.44C1H, dt, J=2.0, 8.0Hz), 8. 86C1H. dd, J=l. 8, 4.8Hz), 9. 39(1H, d, 
J=l. 5Hz). 
MS(m/z):329(M + ), 223. 
25 53BPJ3 2 

m&m3 n:fci^ tttt mt-^T ; 4 )\sv>Rt>t)\zmt'<>V'< fro . 

1 1 6m 1 3rffl^T|q)lilcSfL>U ibW4»TLC (KBBiSiSU 
o*;UA) -effii^L/T. N— (4-y777i-;l/) -N- (4-t Kn + v^ 
>i?;l/> s<>XTi K3 3 7mg*ifc„ 
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'H-NMRCCDCls, S):4. 39C2H, s). 4. 5(1H, br), 6. 6K2H, d, J=9Hz), 7.1- 
7.7C9H, m), 8. 19(2H. dd. J=l. 8, 7. 9Hz). 
MS(m/z):328(M + ). 

ki 6 6m g&mi^xmmi-Rjfc v. 'f#£ft/cffi£j&!&j£T l c mm 

?nu*;bA) T^UT. 4->7;-N- (4-y7/7x-;l/) - 
N- (4-tFD + ->^>^) OXT^ F3 4 4mg^; 0 

'H-NMRCDMSO-ds, <5):4. 39(2H, d, J=5. 9Hz). 6. 68(2H, d, J=8. 8Hz), 6.8-8. 
10 0(7H, m), 8. 09(2H, d, J=8. 1Hz). 8. 25(2H, d. J=8. 4Hz). 
MS(ra/z):353(M + ). 247. 

mm 3 4 

4->>7;^>^;i/^n'J K8 2 5mg^^^DDx^>9 m i i;:?g8¥U 
4-^ h*i"0^;l/T * >0. 6 9m 1 fectO'h U^f-yUT $ >1. 5 7ml 
15 UT 2 . 5 l$ISJ«#SU m^TK 1 m 1 *^Jd LTKJS£#ib ^ n p 

i/*)ii?)\sii3 2±2x3^ hr^yj- mmmm, ^d^m : r-t? h>=2 

0 : 1) TftibT, 4-->77-N- (4~^ h + J/'OS^l/) ^>X7; K 
20 1. 2 9 g^; 0 

'H-NMRCCDCl,. <5):3.80(3H, s), 4. 55C2H, d, J=6. 0Hz), 6. 2-6. 5(1H. br), 
6.88C2H, d. J=8.6Hz), 7. 27(2H, d. J=8. 8Hz), 7. 60-8. 05C4H, m). 

MS(m/z):266(M + ), 235. 
®!£0I3 5 

25 4-->77-N- (4-^ h*>^>^7U) OXTS K79mg$f h5t 
Ku^5^2. 5mllC*»U 6 0%7K^fc^- h U ^A2 4 mg£;ta*.Tg& 

R8a#U aRSTklni 1 *Snx.TRl6*{9f±U^o ^J^UTflbtbgL 2 Nig 
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if/l/: ^+t>=l : 1) UT\ 4-'>7V-N- (4-^h*v"<> 

-N->f;K>X7; K7 2mg^ifc c 
■H-NMR(CDC1 3 , <5):2.68-3. 17(3H, ■). 3. 8K3H, s), 4. 30-4. 80C2H, m), 
5 6.88C2H. d, J=8.6Hz). 7.0-7. 4(2H, m), 7. 5K2H, d. J=6. 4Hz), 7. 70(2H, d, 
J=8. 4Hz)). 
MS(m/z):280(M + ), 265. 

mmm 3 6 

10 !:4-->7;-N- (4-^ h 4- > v*;b) - N - ^ f;K>X7 ; F7 1m 

4MTLC (MB8igjBU 9 n o*4/A : T-ir h >= 4 : 1) TfflS^UT. 4 
— •> 7 7 — N — (4-h Fn + ^>^) -N-^f;K>X7; K5 3mg 

15 'H-NMRCCDCla, S ) :2. 68-3. 20C3H. m), 4. 20-4. 77(2H, m), 6. 80C2H. d, 
J=8.6Hz), 6. 9-7.4C2H. m), 7. 5K2H, d, J=8. 6Hz), 7. 70(2H, d, J=8. 6Hz). 
}JS(m/z):266(M + ). 251. 

21mm 3 7 

SSi60!I3 4KiS^X^ A- / hlri"<>iSJl<T I ><DRt)t)lz4- [N- (1, 
20 2 , 4-h'J7 < /-;l/-4-^;l/) 7;y^f;l/] 7x;-;H0 1mg, 4- 
y7y<>^;^nij K©ftt>^{c3 - >T/OV-(JV^ d l> K10 5mg 

^ $ j- )X/ = 10:1) -emmisX^ 3-^Ty-N- (4-b Ka*'X>i> 
;U) — N — ( 1 , 2. 4-h'J7'/-;U-4-^^) ^VX7; K2 6mg^i 
25 *° 

•H-NMRCCDsOD, S):4.97(2H, s), 6. 47 and 7. 01 (2H, J AB =6.8Hz), 8.4K2H, 
s). 

MS(m/z):319(M + ), 251. 
^it^J 3 8 
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4- [N- (3-fcf'JiW 7i;] ^>y-h'J;H9 0mg^N, N- v 
>f;P*;^7; F5m 1 IC»#U MT6 0%7k^Hb^ h'J-7A44mg* 
*D^. 4 0 - 5 0tT'3 0#«flsUfc o 4 -'O^/M**- ->^>y^ n 'J K2 

*>^AT<e«IUfca N *EET»»*B*U/i:o Ht»W4«TLC 
TgjgU ^xf;v : >=1 : j) Tffi^bT. 4- [N — (4~^>->VU 

^-+>^>^^) — N— (3-fcT'J^yl/) 7U] ^>^h'J^23 4mg^ 

10 1 H-NMR(CDC1 3 , <5):4.93(2H, s). 5. 03C2H, s), 6. 67-7. 63C15H. m)„ 8.44C1H, 
dd, J=l. 2. 3.0Hz), 8.54C1H, d, J=l. 5Hz). 
MS(m/z):391(M + ). 
Mi&m 3 9 

«!«f>J9^*5^T> 4- [N— (4-^>S>;M-*v^>^i/) -N-y^/u 
15 x^*^./Uy $ y] ;u y ^ h©ftt> 0 fc 4 - [N- (4- 

^>yyU*+S/^>y;p) — N— (3-fU^yU) 7;7] *OV-bV JU22 
2mg£ffl(,^ ^^- + ^>©ft*>t)lcftKi^yU3m 1 *ffl^T0«»C*ff U 
3Bm*EE7k*T-C«#L*:o WIWLtl^ ***W*Ufc 0 ft^ti 
fcffl4»TLC (HHf^jSL B^Kif-yU : ^1f> = 1 : 1) "CtlSS!UT N 
20 4 - [N- (4-tKo + i/<>^) — N — (3-fc 0 VvW T^y] Oy* 
- h U;U9 5mg^/; 0 

'H-NMR(CDC1 3 , <5):4.92(2H. s), 6. 58-7. 70C10H, ■), 8. 39C1H, dd, J=l. 2, 
3. 2Hz), 8. 48C1H, d, J=l. 5Hz). 
MS(m/z):301(M + ). 
25 4 0 

£!!i§0»J7lc*HvT\ 4-T 5. J ~? x. J —Jl/<Dj%t) f?IC4~7; yoy\=. h l> 

vF ^ 7 ^- mmmm, 4 ■■ n T-ftnit, 4- 

[N- (4 — T ^y] MJA' 5. 194g£ 
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>H-NMR(CDC1 3 , 5):4. 40(2H, d, J=3. 0Hz), 4. 4(1H, br), 5. 06(2H, s), 6.56 
(2H, d, J=5. 8Hz), 6.78-7.5201H, m). 
MS(m/z):314(M + ). 
5 MMMA1 

mmm3 8izisi-x^ a- [n- (3-e>j>w r^y] h y^© 

Rt>*)iz4- [N- (4 -^>^M-+->^>>yiO 7;;] OV— hU^3 
14mg, 4 -^O v^^v^V^^^D 'J K©ft^>*9iC3^^y f;H 4 2 

10 ^if^= 2 : 1) TfllLT, 4- [N- (4 -'<>- : JjU**i/'<>i?j],) 
-N-yf;V7 i 7] OV- h *)JU1 7 3mg^/; 0 

•H-NMRCCDCls, <5):3. 08(3H, s), 4. 56C2H. d, J=5. 8Hz), 5. 05(2H, s), 6.42 
-7.55C13H, in). 

MS(ra/z):328(M + ). 

15 m&m a 2 

W&mSKts^x^ A- [N- (4-'OS>;M-*>"*>^y1/) -N-y^;U 
xyl/*— yi/T S -/ ] ~y j-— JV / 9 >x;t/**- h(DRt>*) ic 4 - [N — (4- 
^>^;^^>^>^;l/) -N-^f;U7i7] Wihy^l6 4mg*ffl 

&TLC (MP^^. ftSifyl/:^t>=l : 1) TilbT, 4- [N- 

/Co 

^-NMRCCDCls, <5):3. 09(3H, s), 4. 52(2H, s). 6. 43-7. 57(8H, in). 
25 MS(m/z):238(M + ). 
St&tfH 3 

»3 8i:fc^ts 4- [N- (3-h°'jvW 7U3 'O'/— MJ/U© 
ft=b<)ic4- [N- (4 -^s>^;U^-^»>^>^;l/) T^/] ^>^FiJ;|/3 
14mg, 4-'<>iSJ\'**i''<>i?JV?uy KOftMica-Mb^^H 5 6 
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WfM^^J^=2 : 1) TftibT, 4- [N- (4 -^V^^^v-O^^) 

'H-NMRCCDCla, <5):1.22(3H, t, J=4. 7Hz), 3. 50(2H, q. J=4. 7Hz), 4. 55(2H. 
5 d. J=5.8Hz). 5.05C2H, s). 6. 64C2H, d, J=6. 0Hz), 6. 93C2H. d, J=5. 3Hz), 7. 
07C2H, d, J=6. 0Hz), 7. 17-7. 56(7H, m). 

MS(m/z):342(M + ). 
MM 4 4 

i^it^J9Cfc^T. 4- [N- (4 -0^^^-^->^>^;U)--N-y =f-)X< 
10 X)l* — ;\sT i 7] 7^— ;b y ^ >X;b^->^— hOftt>f9 4 - [N- (4- 

^TLC (MIP^^ ^jc^;l/ : ^\^h^>= 1 : i) T'ffiSJ! UT. 4- [N- 
15 i^;l/-N- (4-tKD + y^>->;l/) 7;7] <>V*- h 'J/l/2 9mg^ 

■H-NMRCCDCU, <5):1.22(3H, t, J=4. 7Hz), 3. 50(2H, q, J=4. 7Hz), 4. 49C2H, 
s), 6. 45-7. 55(8H, m). 
MS(m/z):252(M + ). 
20 4 5 

S2s£#ij7 fc&t^T. 4 -^O^yl/^-^^^O^yl/^ o U K©ftM(l 4 - (t 
e r t - 7'f f ;!/•> 'J ;l/^4-y) O-^/I/^d'J K2. 0 5 8 g> 4-T 
;77xy-;i/®^f)i:4-7^ yoy— h >;^o. 9 4 6 g^m^xmm 

25 : Mi^;U=3 : 1) tfibT, 4- [N- (4- t e r t 

•H-NMRCCDC^, c5):0.17(6H, s), 0. 96C9H, s), 4. 23(2H, d, J=5.2Hz), 4.6(1 
H, br), 6.63C2H, d, J=8. 4Hz), 6. 79(2H, d. J=8. 2Hz), 7. 17(2H, d, J=8. 2Hz), 
7. 33(2H, d, J=8. 4Hz). 
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SSiiflU 6 

S!ii^J8CfclNT. 4- [N- (4 -^>^/M-*>'<:> T^y] T7 ^ 
y -)V<Dttt>K> IZ 4 - [N- (4- t e r t -7>;l/y^ ^PS/ >J ;M-* 

7i 7] ^ > V — h'J;H9 5mg, igfty ^ «9 (C 2 

5 i >#yU*^/U^ d 'J K8 4 mg&ffl^Tlil&KiBftU 19^^ 

m^mum^ykm^- b ) )vi*7kmi&&£vmn&m7KTm<%'&.ftL. &7kra? 

(KIlBi&f&x 'Mr-* > : ^^yl/= 3:1) UT. N - ( 4 - t e r t 

10 -^f^y> ^U>"J 4/) -N- (4 -i/TJ V >V) - 2- 

^ v^yb* *-^ K19 6mg^il/; 0 
'H-NMR(CDC1 3 , (5):0. 17(6H, s), 0. 96C9H, s), 5. 00C2H, s), 6. 60-7. 67C11H, 
m). 

MS(ro/z):448(M t ). 

15 m&m 4 7 

N- (4-t e r t - 7>;l/^y f ;Uy •J^ + y'Oyyl/) -N- (4--> 
7y7x-;l/) -2-^^-7^>^^^>-*^ Kl 80mg^f h^h Ko7 5 
>3. 5mlfr.7tj$U -7 Wfc-r- h7 7'f;l/7>t-7A3 8 6 m g ^kftTfrl 

19:1) TffiSSlU N — (4 - ->7V 7 x-;t/> -N- (4-t Ko*>^> 
>W - 2 -**y * * K4 7mg^/; 0 

'H-NMRCCDgOD, 5):5. 02(2H, s), 6. 56-7. 76C11H. m). 
25 MS(m/z):334(M + ). 
^WJ4 8 

S!ii^J8tc^^T. 4- [N- (4 -^>^;u^^->^>^;b) 7U] 7 * 
y -yKDft^O fc 4 - [N- (4-t ert-T'fyl'-y^yl/yiJM + y^y 
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^l/i3JV#—j\s?v3 ij Kl 1 0mg£ffll^T|5)*f KjgfiEU 1 9B#p B ^ 

5 C (HBfl&tiU > : ^JH^yl/= 3 : l) TfiflSIUT. N- (4-t e r 

t if* ?-A/i/*) Ar** : S'O i J)V) — N — (4 - ->7; "7 i— yU) -3 

-5^7 * >#A<*>-y- i Kl 9 1 m g&mtzo 

'H-NMR(CDCl3, <5):0.17(6H. s), 0. 96(9H, s). 5. 03(2H, s), 6. 61-7. 60C11H, 
■). 

10 MS(m/z):448(M + ). 
SSiifll 4 9 

SSitCT4 7*wfcl>T^ N- (4 - t e r t -ZT^JV'J* ?-jVis U /M^S^O 
710 -N- (4->7;7i^l/) - 2 -1-*? i >1}Jl/#*-y- 1 K©Rt>«9 
N- (4-t e r t-yf/U^^f^-V'J^t+y^O^yb) -N- (4- 
15 ->7;7x-/l/) - 3-^*7 * Kl 8 Omg^-ffl^TlHl^Kr^ 

fPU N- (4->777x-;l/) -N- (4 - 1 Fo+yO^l/) -3-^ 
^-7a>^>ru^4-^^ K6 0mg^||f; o 

1 H-NMR (CD 3 0D, <5):5.04(2H, s), 6. 55-7. 70(11H, m). 
MS(m/z):334(M + ). 

20 &imw 5 0 

W&mZ 8i:fc^T, 4- [N- (3-fJ^/lO T~7] H; 
KfeOiCN- (4->777x-;l/) -4-y h + ^>X7 5 K5 0 4mg. 
4-^^^Wv"OWdiJ K©ftt>0lC3i7^y^-^7 0 7mg*ffl^ 
TlojtitcigfpU N- (4-->7;7i-/l/) - A- / b^v-N-y 
25 tTT S K©ffl^fife«!l 6 2 0mg^i/; o 

•H-NMRCCDClg, <5):3.45(3H, s), 3. 72C3H, s), 6. 70C2H. d, J=8. 4Hz), 7.15 
(2H, d, J=8. 4Hz), 7.23C2H, d, J=8. 4Hz). 7.55C2H, d, J=8. 4Hz). 

m&m 5 1 
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N- (4 -->7V7 — -A-/ h + ->-N-^f/K>X7; K5 5 
- - 6mg£ffl(^Tl°]t£i;:t£fPL. N- (4-v/777i^) -4-fc Kn + y- 
N-^f/K>X7; K©fflM4 6 3mg^j|/; 0 
'H-NMRCDMSO-de, 5): 3. 27C3H, s), 6.42-7.40 (8H, m). 
5 MSCm/z):252(M + ). 
Mi&m 5 2 

3-/ h + v-N- (2- J h*is7 OXT^ K4 5 lmgfc^tK 

t° y y i . 5 8 g ^M^r u 1 9 o °c<dws±-? 2 tammtw Ltz 0 
io ffia&twtTkmi- h y atks^-c*^ u mtmkk^ h y -? a« l/c d t§sk 

btil btlf:i»^> ^ y - bfiifa It, 3-t Ka^->-N 

- (2-t Fd^->7xc;I/) ^>X7; K 1 0 9 m g £'f#/c 0 

1 H-NMR(DMS0-d6, <5):6. 9-7. K1H. m), 7. 2-7. 9(9H, m), 9. 90(1H, s). 
MS(m/z):211(M + -H 2 0). 

15 S!*&0J 5 3 

SS!ifi^J5 2»Cfc^Tx 3 h + v-N- (2-^ h + i/7x-yl/) ^>XT 
S KcDf^^)^{r3-^ h^>-N- (4-^ h**?*— yi/) OXr $ K5 3 

L/T, 3-t Ko + y-N- (4 - h Ko**>7 yl/) ^>X7 S K 1 2 7 m 
20 g%:'Mtz 0 

^-NMRCDMSO-de, <5):6.73(2H. d, J=7Hz), 6.8-7.4C4H, m), 7. 50(2H, d, J= 
8.8Hz). 9.4C2H, br), 9. 87C1H, br s). 

MS(m/z):229(M + ), 121. 
Mi&M 5 4 

25 Mmffl2 5K*5\,^T^ 4- [N- (4-^ h*->7x-;l/) TiJI 

h y K) IC 4 - [N- (2-h°5 T^y] h 'J^3 9 2 

mg£ffl^T|HHtfCjgfpU 4- [N- (4-fc Kn + y^>y;|/) -N- (2 

- i^;l/> 7;7] ^>V- h y ;l>4 4 5mg£*§*: 0 

'H-NMRCCDaOD, 5):5. 19C2H. s), 6. 68(2H, d, J=5. 5Hz), 7. 06(2H, d, J=5. 5 
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Hz), 7. 40C2H. d, J=5. 8Hz), 7. 67(2H, d, J=5. 8Hz) 7. 80-8. 27(3H. m). 
MS(m/z):302(M + ). 

mmm 5 5 

HWJ4 OlCfcl^T. T— V ><Dftt> !)IC4-7;M> V— h 'J A- 1 . 4 3 
5 4-twU;^7x^;V X;l/7 7 y- h<W:b<9fC 2-^*7 ^ >^^<7U 

rtFl. 5 7 g^ffi^TIUtifCjifpU ^^tl/cfi^^^i/U^yVU^^A 
^D7^77^ - (^tt5^> : ^i^;I/=2 : 1) Tffll^ L/T, 

4- [N- (2-x-A) 7;;] ^yy'^HJAO. 9 8g£iH*io 
! H-NMR(CDC1 3 , <5):4.56(2H, s), 6. 46-6. 76C2H, m), 6. 87-7. 83(5H, m). 
10 MS(m/z):214(M + ). 

$S!ii#iJ2 5iC:fe^T. 4- [N- (4 — /• h^y7 x -^) T^y] ^<>V~ 
h 'J jV(DiXt> <0 {' 4 - [N- (2--T-A) T$y] h U /U4 2 8m g 

^ffl^TtsftlMcigftU 4- [N- + -N- (2-7" 

15 OV- b U A3 4 9mg£*H/c 0 

'H-NMRCCDgOD, 5):4. 60(2H. s). 4.83C2H. s), 6. 55-7. 55(1 1H, in). 

MS(m/z):320(M + ). 
SSJift#J5 7 

^WJ4 0 fcfet^-t. T— U >©Rt><9(c4-T i h "J;H. 4 3 

20 g^ 4-twi/^7x-;b x;u-7 r y- h©ftt>f){c3-^^-7x v^;l/^<A 
rhKl. 5 7 g*ffl^T|SJ«JcaiftU ^ Ztltzm&jmi&i' U ^^Vl/^ 5 A 
^n7h/57^ - (i&tti?§jBk ^If-V : m&^7 t A=2 : 1) 
4- [N- (3-x-A) 7=7] hiJ;H. 0 0g^f: o 

•H-NMRCCDCla, <5):4.40(2H, s). 6. 44-6. 73(2H, ra). 6. 90-7. 56(5H, m). 
25 MS(m/z):214(M + ). 

mmms 8 

$^i£i]2 5{Cfc(,NT> 4- [N- (4-^ ^->7x-;l/) 7;7] 
h V A©ft=fo t» £ 4 - [N— (3--T-A) 7i;] ^y^h'J;l/4 2 8mg 
*ffl^T^«tc«f^U 4- [N- (4- 1 Kn*5"<>2>AO -N- (3-7- 
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1 H-NMR(CD 3 0D, <5):4.62(2H, s), 4. 67(2H, s), 6. 60-7. 53C11H. m). 
MS(m/z):320(M + ). 
ISWJ5 9 

5 N- (4-^Dt7x-;l') >^>xyl/*>Ti K5 00mg, 4-y h*-> 
7x-/l/t^it3 3 4mg. x h 'J7x-^X7^f ^5v?<)A5 5. 

5mg. 2M^Kf h ';^A7K^2m K h;l/i>4ralfcJ;D ; i^;-;H 

10 UfCo il^Si bt'f^ ^tlfclM^ •> 'J ^ 5 A 7 n 7 h ^5 7 ^ - 

(m&mm, ^dd^A : -r h^t Fd-7^>=7 : 1) -CflfiS U N- ( 
4* h*-> t*7 x— ;U-4-^;l/) y^>x;U^>Ti K9 4mg*ifc 0 

'H-NMR(DMS0-d 6 , (5):2.98(3H, s), 3. 79(3H, s), 7. 00(2H, d, J=8. 7Hz). 
7.26C2H, d, J=8. 7Hz), 7.55C2H, d, J=8. 7Hz), 7. 57(2H. d, J=8. 7Hz), 9.72 
15 (1H, s) 

MS(m/z):277(M + ), 198. 
S8tt0q6 0. 

»3SCT2»c*5lr^Tx 4* Y* : y-2-\£7 Y — Y U/WDftbO 

iCN- (4' h + ->h'7x-;P-4-^;l/) ^>x;V^>7; K55mg, 

««TLC (HP^r§8L ^OD-W : T-tr h >= 6 : 1) TUSSlbT, 
N- (4' -h KD%'>h'7x-;t/-4—f/i/) y 7>x;l/^>7; F24mg 

'H-NMRCDMSO-de, <5):2.98(3H, s), 6. 82(2H, d, J =8. 7Hz), 7. 24(2H, d, 
25 J=8.7Hz), 7. 43(2H, d, J=8. 7Hz), 7. 53C2H, d. J=8. 7Hz), 9. 45C1H. s). 9.69 
(1H, s). 

MS(m/z):263(M + ). 184. 
9&&m6 1 

«itW5 9K*J^Tx N- (4-7ot7x^) y^>x;U*>T = K©tt 
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fc')^ N- (2-ya^7x-;b) >^>7M>7i K5 0 0mg^ffl^T 

2:1) T^UT. N- (4' N^->t^ i ^;l/-2--r )V) /?^7.)l> 
*>7 = K4 4 lmg^}|/: 0 
5 'H-NMR(CDC1 3 , (5): 2. 88C3H, s), 3. 87(3H, s), 6. 50C1H, s), 7.02C2H, d, J 
=8. 9Hz), 7.1-7. 4(5H ( m), 7. 64C1H, d, J=8. 0Hz). 
MS(m/z):277(M + ). 198. 

mmme 2 

10 CN- (4* -M h + yt'7x-;i/-2-^W * ^>x;^>7; K2 0 8m 

t>tl/:TOMTLC (HBSiSiSU > : p^^;l/= 2 : 1) tflSU 

T> N — ( 4 ' - t FD + ->t'7x-;l/- 2 --f /I/) y 9 >XJl<*>T ? K17 

15 1 H-NMR(DMS0-d 6 , 5):2. 67(3H, s), 6. 82C2H, d, J=8.5Hz), 7. 2-7. 4(6H, m), 

8.740H. s), 9. 48C1H, s). 

MS(m/z):263(M + ), 184. 
^it#iJ6 3 

SBfiHH8C*>ivr^ 4 — [N — (4-0^^^'>^>v?;U) 7*;] 7* 
20 J -J\y(DjXt>^iZ4' -* Y*is\£7 4-*-)VQ 0 lmg*fflt,>Tl?] 

*£H£jMKU 4' h + ->t*7i-;l/-4-'f^ ^^>X^^-h©ffl 
M7 8 3mg^; 0 

S!jt0J'2K:*J^T. 4' -y h*J/-2-h'7i-m h— h »J;U©ft:M 
25 1:4' h + ->t*7x~;l/-4-r;i/ ^^^^;i/t4-h©fi4^5 0 0 

A:rh7hh'D77>=8: 1) tffiilt, 4' - h Kn + -> t* 7 *-=.vl/- 

'H-NMRCDMSO-de. <5):3.37(3H, s), 6. 85(2H, d, J=8. 6Hz). 7. 37(2H, d, J=8. 
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6Hz), 7. 49(2H. d, J=8. 6Hz). 7.66(211, d, J=8. 6Hz), 9. 56C1H, s). 

MS(m/z):264(M + ), 185. 
M&m6 4 

5 i: (2Z) - 2, 3-t"x (4-^ h + ->7x-/l/) 7 p o/'?-2-iV-h l J^ 
2 2 4mg^, iUit* 3-L>>(DRioK>iZ 1, 2 - : J {7 u ui^ >£ffl(,>T|5jtSfC 

s^u m<btitzm£.mm%:TL c mmmm, ?uu*jvl, ■. r-t?b>=3 : 

1) TilUT, (2Z) -2, 3-b*X (4-k Ko*->:7 i^yl/) yn/<- 
2 h U ;H 3 0rag»„ 

10 1 H-NMR(CD 3 0D, 5): 6. 87(4H, d, J=8. 8Hz). 7. 3-7. 6(3H, m), 7. 78(2H, d, J= 

8. 8Hz). 
MS(ra/z):237(M + ). 

mitms 5 

mit&\2 8{Cfcl>T. 4-7 JlsJ-wOV- h 'J JKDftt) *) iZ 2 - 9 d a h° U 
15 1 4 5 g£-ffi^T|nJti{C$lfpU «TttJ Lfcgg^iKLt, 4- [N 

- (2-t e »; $ 7; y] ^ > v'- h i» 6 9 lmg%mtz 0 

mmm3 sizis^x, 4- cn- (3- ey t$/] 

ftt>«9(C4- [N- (2-f'H^) 7;;] ^>V"- h U ^©ti^^2 9 
8mg N 4 -^V^A^^v^^/l^ n »J KOftfr^ K 4 - (tert-7f 
20 fr'Stf-Az^VA/**'^ ^>Wn'J K3 9 0 m gfcffil^Tl^McJSffc U 
ib^;fi4«TLC (gBS&iS^ TO^^l/ : >= 1 : 1) til 

LT4- [N- (4-t e r t -^f /l/^^f^y >J;l/t+->^>^/l/) -N- 
(2-kT>; 5 i>;lO 7i;] h U;l/2 2 8mg^ifc 0 

! H-NMR(CDC1 3 , <5):0. 20(6H, s), 0. 99(9H, s), 4.94C2H, s), 6. 86(2H, d, 
25 J=8.0Hz), 7.04(2H, d, J=8. 0Hz). 7. 32(2H, d, J=8. 5Hz), 7. 5-8. 0(4H, in), 
8. 3-8.6C1H, m). 
MS(m/z):416(M + ), 221, 195. 

m&m 6 6 

M&ffl4 7iC*Jl>T. N- (4 - t e r t J ^jVis V 
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S?;b) — N — (4-y7;7x- ;U) -2-ft7x>^M>t; K<S>ft*>9 
4 — [N — (4 - t e r t -Zf^Jls'JJ j-Jbis 'J jU^* i/s<> iSjv) -N- 
(2- t°>; ^ £*;U) T ^ y] ^>V"- Hj;u2 1 lmg^ffl^xiHjtiJCiifeU 

ib^s^MTLc ammmm, ^dd^a : /• ^y-;u=i 9 : d 

ffflSlT4- [N- (4-kFo^i/'<>^) -N- (2-t°U^^/U) T 

' H-NMR(CD 3 OD, <5):5. 03(2H. d. J=4. 5Hz). 6. 78(2H. d, J=8. 3Hz), 7. 06(2H. 
d, J=8. 3Hz), 7. 50(2H, d, J=8. OHz), 7.6-8. 7(5H, m). 
MS(m/z):302(M + ), 195, 107. 

H»'J9 6 Scfc^T, 4* -T ^ J t'7i^;i/ - 4- Jr-frcDR*)*) iz 4- 
T ^ M>^;l/->7- K6 6 1 m g££H^ N, N-y> f-yl/T-t? hT ^ F7. 
5m 1 „ ig{tx;l/7 T^-r^6 3 5 m g ^ffl^TleJ^tc^f^ U 7i; [4- (-> 
Ty^fyV) 7 *—)V\ XM>>7; K©ffl»9 5 1mg^}|f; 0 

1 H-NMR(DMS0-d 6 , 5):3.92(2H, s), 7. 08(2H, s), 7. 16(2H, d, J=8. 8Hz), 
7. 24(2H, d, J=8.8Hz), 9. 52(1H, s). 

MS(m/z):211(M + ), 131. 

mmm e 8 

TiJ [4- OT^^^AO 7 XM>7; K©ffi^^j7 3 8m 

g> 4-7-X7^rtK0. 4 2 5m K fiiMJj U ^ A 5 2 4 m gR^ ^ J 
-JV3. 5ml ©-/i^^2B#p B ^^il^L//c 0 Rl&S£^£7KK£>t:K #±&^ 

(2Z) -2- [4- r^e-r^T ^ y) 7^^^] -3- (4-y 

->^^-^) ^u/n°-2-^>^ h U^9 8mg£'f#*: 0 

•H-NMRCDMSO-de, S):3.84(3H, s), 7. 10(2H, d, J=8. 6Hz), 7. 2K2H. s), 
7.25C2H, d, J=8.6Hz), 7. 63C2H, d. J=8. 6Hz). 7.82UH, s). 7. 9K2H, d. 
J=8. 6Hz). 9. 78C1H. s). 
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MS(m/z):329(M + ), 250. 
SS!ift0J6 9 

S^W2(Cfc^T. 4' -* h*>-2- h'7x-;l/7t h^- h 'Jyi/©ft*>*) 
K (2Z) -2- [4- (N-X^T^-fyl/T;;) ^^-A/} -3- (4- 
5 ^ F + ~>7x-;l/) ^o^°-2-i>- h 11^6 3mg. mt* * U >©ft*> 9 
Kl, -2-^^nni^>^ffl^T|q|«tctR^U i^ffl4«TLC (JH 
IMJ7§$K> ?pu*;UA : T-tr h >= 2 : 1) Tffi^UT. (2 Z) - 2- [4- 
(x;l/7 7 ^^T;;) 7i-iV] -3- (4-h Ko + y7x-/l/) -t°cj/* 
- 2-i>- HJ;H 7mg£*#/c 0 
10 'H-NMR(DMS0-d 6 , 5):6.89(2H, d, J=8. 8Hz), 7. 19(2H, . s). 7.24C2H, d, J=8. 

8H2), 7. 60C2H, d. J=9. 0Hz), 7. 74QH, s). 7.8K2H, d, J=9. 0Hz). 9.74C1H, 
s), 10. 14C1H. s). 

MS(m/z):315(M + ), 236. 

m&m 0 

\zt=f-)l> 4- [ (1Z) -2->T7-2- (4-* h + y7i-;b) fc*.=wl/] 
7x-;^W^->b-M. 4 6 5 g. &<k* 7]s><Dft&*)iz 1, 2-^? 

a*;l/A : -f t Fn7 5 1 0 : 1) T'flSSl/t^ ^ 4 - [ (1 Z) 

20 - 2 - ->T7 - 2 - (4-h Kd + -/7x-;1/) t*— )V\ V ^— )Vt> jV^^-is V 
-h5 24mg^;„ 

'H-NMRCDMSO-de, <5):3. 89(3H, s), 6. 90C2H, d, J=8. 7Hz). 7. 63C2H, d. J=8. 

7Hz). 7.92C1H. s), 8. 00C2H, d, J=8. 4Hz), 8. 06C2H, d. J=8. 4Hz), 10. 00C1H, 
s). 

25 MS(m/z):279(M + ), 248, 220. 
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io R 3 ii7K^?> ^oy>n^ N t&mrjisirjm, -oso 2 nr'r\ 

-I«-f7 > /-;l/-4-f;H ; 3-M&--f 
-OUS; l-->77-2- (B^t L< ii^g^cD^i^^) fcf^/U 
15 S; 2-->77-2- (g}H% L < li*I^©7 x^yl/> t"— ; 

Xt«-X-NR 4 R 5 CDS^^^L. (CC"T:\ X C OXteC H 2 
£S*>U R 4 (i7K^H^ ; i&mTJV^fjvm ; S&*> L< (i^fi^l© 
7i-;H ; ffi^T;l/^y 4 JVM ; B^t> U< li*Ij^07i-;W 

20 S : X;P7r*^^l ; *&WlT A/iiJ << )VT i/S; yffi«7VU*/U 

25 ®X*<CO*^t>-r^jr{i N R 4 liii7^y^;H;iifel 

< (i*B^©7 x— ^^7^^'— 71/S ; ^n7 'j -;l/^7l/^;US ; 
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d)R 4 T )Vt> J << )Vm ; fi&t L < \ttW&<D7 jl/tf 

5. A*<«g|:7 ^-^SX{i^-X-NR 4 R 5 ©S^t>-rif^CDtgffl^l~4 

6. W&y jL—jumfiK ^oy>ii?, i£^T;i/^;i/S. Moy>iMi7^ 
+^S. ->7 71M7yl/+;H, 117/1/3^^, fl£$T;b*/ y 

25 ->S. -OS0 2 NR'R 2 „ tl7;^^;Pt+->S, 7;7S, mLT )Vt> J 
-OVTx/m, -NHS0 2 NR'R 2 . fi7^-;V7; -bog N •> 

©asis-cBSi $*it^57 x -/i/S*^*>-rss*©igiaie 5 litem© ? x^/i/ 
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t<^& 7 j.-frm&gkfr-fm&cDmmm i ow©7x- yux^^ - hm 

15 12. fftpfcoiSHIfll-l lii^^^ti^tcfeil©^: (I) <7>-7 ^^^xyl/^ r 
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